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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID:SSPTANAG1626 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 



* * 


★ * 


+ * 


* * 


* Welcome to STN International ********** 


NEWS 


1 






Web Page URLs for STN Seminar Schedule - N. America 


NEWS 


2 






"Ask CAS" for self-help around the clock 


NEWS 


3 


FEB 


27 


New STN AnaVist pricing effective March 1,. 2006 


NEWS 


4 


APR 


04 


STN AnaVist $500 visualization usage credit offered 


NEWS 


5 


MAY 


10 


CA/CAplus enhanced with 1900-1906 U.S. patent records 


NEWS 


6 


MAY 


11 


KOREAPAT updates resume 


NEWS 


7 


MAY 


19 


Derwent World Patents Index to be reloaded and enhanced 


NEWS 


8 


MAY 


30 


IPC 8 Rolled-up Core codes added to CA/CAplus and 










USPATFULL/USPAT2 


NEWS 


9 


MAY 


30 


The F-Term thesaurus is now available in CA/CAplus 


NEWS 


10 


JUN 


02 


The first reclassification of IPC codes now complete in 










INPADOC 


NEWS 


11 


JUN 


26 


TULSA/TULSA2 reloaded and enhanced with new search and 










and display fields 


NEWS 


12 


JUN 


28 


Price changes in full-text patent databases EPFULL and PCTFULL 


NEWS 


13 


JUl 


11 


CHEMSAFE reloaded and enhanced 


NEWS 


14 


JUl 


14 


FSTA enhanced with Japanese patents 


NEWS 


15 


JUl 


19 


Coverage of Research Disclosure reinstated in DWPI 


NEWS 


16 


AUG 


09 


INSPEC enhanced with 1898-1968 archive 


NEWS 


17 


AUG 


28 


ADISCTI Reloaded and Enhanced 


NEWS 


EXPRESS 


JUNE 30 CURRENT WINDOWS VERSION IS VS. 01b, CURRENT 



MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 26 JUNE 2006. 

NEWS HOURS STN Operating Hours Plus Help Desk Availability 

NEWS LOGIN Welcome Banner and News Items 

NEWS IPCS For general information regarding STN implementation of IPC 8 

NEWS X25 X.25 communication option no longer available 

Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

STN Columbus *************** 
FILE 'HOME* ENTERED AT 08:32:17 ON 30 AUG 2006 



Page 130/08/2006 



10636001Amend 



=> fil reg 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
0.21 



TOTAL 
SESSION 
0.21 



FULL ESTIMATED COST 



FILE 'REGISTRY' ENTERED AT 08:32:28 ON 30 AUG 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 29 AUG 2006 HIGHEST RN 905300-98-3 
DICTIONARY FILE UPDATES: 29 AUG 2006 HIGHEST RN 905300-98-3 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH June 30, 2006 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches . 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www. cas . org/ONLINE/UG/regprops . html 



=> 



Uploading C:\Program Files\Stnexp\Queries\10636001 . str 
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chain nodes : 

1 2 4 5 6 

ring nodes : 

7 8 9 10 11 . 

chain bonds : 

1-2 1-4 4-5 5-6 

ring bonds : 

7-8 7-11 8-9 9-10 10-11 
exact/norm bonds : 

1-2 1-4 4-5 5-6 7-8 7-11 8-9 9-10 



G1:C,0,S 

Match level : 

liAtom 2: Atom 4: CLASS 5: CLASS 6: CLASS 

13: CLASS 
Generic attributes : 
1: 

Saturation : Saturated 

Number of Carbon Atoms : less than 7 
Type of Ring System : Monocyclic 
2: 

Saturation : Unsaturated 

Element Count : 
Node 1: Limited 




10-11 



7 : Atom 8 : Atom 9 : Atom 1 0 : Atom 1 1 : Atom 
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C,C3-7 



LI STRUCTURE UPLOADED 

=> d 11 

LI HAS NO ANSWERS 
LI STR 




Gl C,0,S 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 08:32:48 FILE 'REGISTRY* 
SAMPLE SCREEN SEARCH COMPLETED - 184594 TO ITERATE 



1.1% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



0 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE * * INCOMPLETE* * 
BATCH * * INCOMPLETE* * 
3666647 TO 3717113 
0 TO 0 



L2 



0 SEA SSS SAM LI 



=> 



Uploading C:\Program Files\Stnexp\Queries\10636001amends2 . str 
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*7 • 




chain nodes : 
12 3 4 
ring nodes : 

5 6 7 8 9 12 13 14 
chain bonds : 
1-14 2-3 2-13 3-4 
ring bonds : 

5-6 5-9 6-7 7-8 8-9 12-13 12-14 13-14 
exact/norm bonds : 

1-14 2-3 2-13 3-4 5-6 5-9 6-7 7-8 8-9 12-13 12-14 13-14 



G1:C,0,S 
Match level : 

l:Atom 2:CLASS 3:CLASS 4:CLASS 5:Atom 6:Atom 7:Atom 8:Atom 9:Atom 11:CLASS 

12: Atom 13: Atom 14: Atom 
Generic attributes : 
1: 

Saturation : Unsaturated 



L3 STRUCTURE UPLOADED 
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=> d 13 

L3 HAS NO ANSWERS 
L3 STR 



O 




Gl C,0,S 



Structure attributes must be viewed using STN Express query preparation. 



=> s 13 

SAMPLE SEARCH INITIATED 08:34:30 FILE 'REGISTRY* 
SAMPLE SCREEN SEARCH COMPLETED - 63561 TO ITERATE 



3.1% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



0 ANSWERS 



FULL FILE PROJECTIONS: ONLINE INCOMPLETE** 

BATCH ** COMPLETE** 
PROJECTED ITERATIONS: 1256203 TO 1286237 

PROJECTED ANSWERS: 0 TO 0 



L4 



0 SEA SSS SAM L3 



=> 

Uploading C:\Program Files\Stnexp\Queries\10636001amends3 . str 





chain nodes : 
1 2 3 4 11 
ring nodes : 
6 7 8 
chain bonds : 

1- 8 2-3 2-7 3-4 3-11 
ring bonds : 

6-7 6-8 7-8 
exact/norm bonds : 

2- 3 2-7 3-4 3-11 6-7 6-8 7-8 
exact bonds : 

1-8 



G1:C,0,S 
Match level : 
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liAtom 2: CLASS 3: CLASS 4: CLASS 6: Atom 7: Atom 8: Atom 11: Atom 

Generic attributes : 

1: 

Saturation : Unsaturated 

11: 

Saturation : Unsaturated 

Type of Ring System : Monocyclic 

Element Count : 
Node 11: Limited 

C,C3-4 

0,00-1 

S,S0-1 

N,N1 



L5 STRUCTURE UPLOADED 

=> d 15 

L5 HAS NO ANSWERS 
L5 STR 




Gl C,0, S 



Structure attributes must be viewed using STN Express query preparation. 
=> s 15 

SAMPLE SEARCH INITIATED 08:39:29 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 173418 TO ITERATE 

1.2% PROCESSED 2000 ITERATIONS 0 ANSWERS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE **INCOMPLETE** 

BATCH * * INCOMPLETE* * 
PROJECTED ITERATIONS: 3443871 TO 3492849 

PROJECTED ANSWERS: 0 TO 0 

L6 0 SEA SSS Sm L5 

=> 

Uploading C:\Program Files\Stnexp\Queries\10636001amends5 . str 
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chain nodes : 

1 2 3 8 16 17 

ring nodes : 

5 6 7 10 11 12 13 14 15 
chain bonds : 

1-2 1-6 2-3 2-8 6-17 7-10 7-16 
ring bonds : 

5- 6 5-7 6-7 10-11 10-15 11-12 12-13 13-14 14-15 
exact/norm bonds : 

1-2 1-6 2-3 2-8 5-6 5-7 6-7 
exact bonds : 

6- 17 7-10 7-16 
normalized bonds : 

10-11 10-15 11-12 12-13 13-14 14-15 



G1:C,0,S 

Match level : 

1: CLASS 2: CLASS 3: CLASS 5: Atom 6: Atom 7: Atom 8: Atom 10: CLASS 11: Atom 
12: Atom 13: Atom 14: Atom 15: Atom 16: CLASS 17: CLASS 
Generic attributes : 
8: 

Saturation : Unsaturated 

Type of Ring System : Monocyclic 

Element Count : 
Node 8: Limited 

C,C3-4 

O^OO-l 

S,S0-1 

N,N1 



L7 STRUCTURE UPLOADED 

=> d 17 

L7 HAS NO ANSWERS 
L7 STR 



Page 830/08/2006 



10636001Amend 



o 




structure attributes must be viewed using STN Express query preparation. 



=> s 17 

SAMPLE SEARCH INITIATED 08:41:32 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 323 TO ITERATE 



100.0% PROCESSED 323 ITERATIONS 

SEi\RCH TIME: 00.00.01 



1 ANSWERS 



FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH COMPLETE** 
PROJECTED ITERATIONS: 5382 TO 7538 

PROJECTED ANSWERS: 1 TO 80 



L8 



1 SEA SSS SAM L7 



=> s 17 full 

FULL SEARCH INITIATED 08:41:36 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 6318 TO ITERATE 



100.0% PROCESSED 6318 ITERATIONS 

SEARCH TIME: 00.00.01 



20 ANSWERS 



L9 



20 SEA SSS FUL L7 



=> 

Uploading C:\Program Files\Stnexp\Queries\10636001amends6 . str 

,0 (3 




chain nodes : 
1 2 3 5 6 
ring nodes : 



Page 930/08/2006 



10636001Amend 



9 10 11 12 13 14 

chain bonds : 

1-2 1-5 2-3 2-6 5-9 

ring bonds : 

9-10 9-14 10-11 11-12 12-13 13-14 
exact/norm bonds : 
1-2 2-3 2-6 
exact bonds : 
1-5 5-9 

normalized bonds : 

9-10 9-14 10-11 11-12 12-13 13-14 



G1:C,0, S 
Match level : 

1: CLASS 2: CLASS 3: CLASS 5: Atom 6: Atom 9: Atom 10: Atom 11: Atom 12: Atom 

13: Atom 14: Atom 
Generic attributes : 
5: 

Saturation : Saturated 

Number of Carbon Atoms : less than 7 
Type of Ring System : Monocyclic 
6: 

Saturation : Unsaturated 

Type of Ring System : Monocyclic 

Element Count : 
Node 5: Limited 
C,C3-6 

Node 6: Limited 
C,C3-4 
0,00-1 
S,S0-1 
N,N1 



LIO STRUCTURE UPLOADED 

=> d 110 

LIO HAS NO ANSWERS 
LIO STR 
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mt 9 




Gl CO, S 



Structure attributes must be viewed using STN Express query preparation. 



=> s 110 

SAMPLE SEARCH INITIATED 08:44:08 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 388784 TO ITERATE 



0.5% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



0 ANSWERS 



FULL FILE PROJECTIONS: ONLINE ** INCOMPLETE** 

BATCH * * INCOMPLETE* * 
PROJECTED ITERATIONS: 7739957 TO 7811403 

PROJECTED ANSWERS: 0 TO 0 



Lll 



0 SEA SSS SAM LIO 



=> 



Uploading C:\Program Files\Stnexp\Queries\10636001ainends7 . str 




chain nodes : 
12 3 5 
ring nodes : 

7 8 9 10 11 12 13 14 15 16 17 
chain bonds : 

1-2 1-13 2-3 2-5 12-14 
ring bonds : 

7-12 7-8 8-9 9-10 10-11 11-12 13-14 13-17 14-15 15-16 16-17 
exact/norm bonds : 
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1-2 1-13 2-3 2-5 13-14 13-17 14-15 15-16 16-17 
exact bonds : 

12-14 

normalized bonds : 

7-12 7-8 8-9 9-10 10-11 11-12 



G1:C,0,S 

Match level : 

ItCLASS 2:CLASS 3:CLASS 5:Atom 7:Atom 8:Atom 9:Atoin 10:Atom ll:Atom 
12: Atom 13: Atom 14: Atom 15: Atom 16: Atom 17: Atom 
Generic attributes : 
5: 

Saturation : Unsaturated 

Type of Ring System : Monocyclic 

Element Count : 
Node 5: Limited 

C,C3-4 

0,00-1 

S,S0-1 

N,N1 



L12 STRUCTURE UPLOADED 

=> d 112 

L12 HAS NO ANSWERS 
L12 STR 




Structure attributes must be viewed using STN Express query preparation. 



=> s 112 

SAMPLE SEARCH INITIATED 08:45:25 FILE 'REGISTRY* 
SAMPLE SCREEN SEARCH COMPLETED - 2250 TO ITERATE 
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«^ f 



88.9% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



0 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE * * COMPLETE* * 
BATCH ** COMPLETE** 

42155 TO 47845 
0 TO 0 



L13 



0 SEA SSS SAM L12 



=> s 112 full 

FULL SEARCH INITIATED 08:45:34 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 45573 TO ITERATE 



100.0% PROCESSED 45573 ITERATIONS 
SEARCH TIME: 00.00.01 



0 ANSWERS 



L14 



0 SEA SSS FUL L12 



=> fil caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
342.68 



TOTAL 
SESSION 
342.89 



FILE 'CAPLUS' ENTERED AT 08:45:46 ON 30 AUG 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26^ 1996)^ unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 30 Aug 2006 VOL 145 ISS 10 
FILE LAST UPDATED: 29 Aug 2006 (20060829/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http: //www. cas . org/infopolicy .html 

=> d his' 

LI 4 HAS NO ANSWERS 

'HIS' ' IS NOT A VALID STRUCTURE FORMAT KEYWORD 
Structure Formats 

SIA Structure Image, Attributes, and map table if it contains 

data. (Default) 
SIM Structure IMage. 

SAT Structure ATtributes and map table if it contains data. 
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mi f 

SCT Structure Connection Table and map table if it contains 

data. 

SDA All Structure DAta ( image ^ attributes^ connection table and 

map table if it contains data) . 
NOS NO Structure data. 



ENTER STRUCTURE FORMAT (SIM), NOS rend 
=> d his 

(FILE 'HOME' ENTERED AT 08:32:17 ON 30 AUG 2006) 
FILE 'REGISTRY* ENTERED AT 08:32:28 ON 30 AUG 2006 



LI 




STRUCTURE 


UPLOADED 


L2 


0 


S LI 




L3 




STRUCTURE 


UPLOADED 


L4 


0 


S L3 




L5 




STRUCTURE 


UPLOADED 


L6 


0 


S L5 




L7 




STRUCTURE 


UPLOADED 


LB 


1 


S L7 




L9 


20 


S L7 FULL 




LIO 




STRUCTURE 


UPLOADED 


Lll 


0 


S LIO 




L12 




STRUCTURE 


UPLOADED 


L13 


0 


S L12 




L14 


0 


S L12 FULL 



FILE 'CAPLUS' ENTERED AT 08:45:46 ON 30 AUG 2006 
=> s 19 

LIS 19 L9 

=> d ed abs ibib hitstr 1-19 
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LIS ANSVER 1 or 19 CAPLUS COPYRIOir 2006 ACS on STN 
EO Entered STN: 03 Feb 2006 

AB A dosage fora coaprising of a high dose, high solubility active ingredient 
as 

BOdified release and a lev dose active ingredient as ioaediate release 
where the weight ratio of imediate release active ingredient and aodified 
release active ingredient is froa 1:10 to 1:1S000 and the weight of imiified 
release active ingredient per unit is froa SOO mg to ISOO ng] a process 
for preparing the dosage foro. Tablets containing 10 ng sodiun pravastatin 

and 

1000 og niacin were prepared The release of sodiua pravastatin after 24 b 
was 67.71, and the release of niacin after I h was 84.11. 



AGCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



PATENT ASSIGNEE (5) : 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2006:100738 CAPLUS 
144:198849 

Novel dosage fora coop rising modified- release and 

itamediate- release active ingredients 

Vaya, Navint Karan, Rajesh Singh; Sadanand, Sunil; 

Gupta, Vinod Kunar 

India 

U.S. Pat. Appl. Publ., 49 pp.. Cont.-in-part of U.S. 

Ser. No. 630.446. 

CODSN: USXXOO 

Patent 

English 

2 



' PATENT NO. 


KIND 


DATE 


APPLICATION HO. 




DATE 


US 200602436S 


Al 


20060202 


US 2005-134633 




20050519 


IN 193042 


A 


20040626 


IN 2002-MU697 




20020305 


US 2004096499 


Al 


20040S20 


US 2003-630446 




20030729 


PRIORITY APPLN. INFO. : 






IN 2002-MU697 


A 


20020805 








IN 2002'HU699 


A 


20020805 








IN 2003-HU80 


A 


20030122 








IN 2003-HU82 


A 


20030122 








US 2003-630446 


A2 


20030729 



2829-19-8, RoUcyprine 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(novel dosage form comprising modif ied-release and immediate- re lease 
active ingredients) 

2829-19-9 CAPLUS 

2-Pyrrolidinecarboxamide, 5-oxo-N- (2-phenylcyclopropyl)- (9CI) (CA INDEX 
NAME) 



ANSWER 2 OF 19 CAPLUS a>PYRIGHT 2006 ACS on STN 
Entered STN: 19 Jan 2006 

A theor. model has been devel(q>cd that discriainates between active and 
nonactive drugs against HlV-1 with four diffarent mechanisBS of action for 
the active drugs. The model was built up using a prc^abillstic neural 
network (PNN) algorithm and a database of 2720 coapds. The model showed 
an overall accuracy of 97.34* in the training series, 85.12* in the 
selection series, and 84.78% in an external prediction series. The model 
not only correctly classified a very heterogeneous series of organic compds. 
but also discriminated between very siailar active /nonactive chems. that 
belong to the same family of cosfxls. More specifically, the model 
recognized 96.02% of nonactive coapds., 94.24% of active compds. that 
inhibited reverse transcriptase, 97.24% of protease inhibitors, 97.14% of 
virus uncoating inhibitors, and 90.32% of integrase inhibitors. The 
results indicate that this approach may represent a powerful tool for 
modeling large databases in QSAR with applications in medicinal chemical 



2006:44967 CAPLUS 
144:205230 

Probabilistic Neural Network Model for the In Silico 
Evaluation of Anti-HIV Activity and Mechanism of 
Action 

Vilar, Santiago; Santana, Lourdes; Uriarte, Eugenio 
Faculty of Pharmacy. Department of Organic Chemistry, 
University of Santiago de Compostela, Santiago de 
Compostela, 1S78 2, Spain 

Journal of Medicinal Chemistry (2006). 49(3), 
1118-1124 

COOEN: JMCMARf ISSN: 0022-2623 
American Chemical Society 
Journal 
English 
2829-19-8, Rolicyprine 
RL: PAC (Pharmacological activity); THU (Therapeutic use) ; BIOL 
(Biological study) ; USES (Uses) 

(probabilistic neural network model for In silico evaluation of 
anti-HIV activity and mechanism of action) 
2829-19-8 CAPLUS 

2-PyrrolidinecarboxaBide, 5-oxo-N- (2-phenylcyclopropyl) - (9CI) (CA INDD( 
NAME) 



MXESSION NUMBER; 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S): 
CORPORATE SOORCEi 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
IT 



REFERENCE COUNT: 



THERE ARE 80 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



LIS ANSVER 3 OF 19 CAPLUS COPYRIGKr 2006 ACS on STN 

ED Entered STN: 09 Dec 2005 

GI 



r2 V 



LIS ANSWER 3 OF 19 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
PATENT NO. KIND DATE APPLICATION NO. DATE 




TO 


2005116009 




Al 




2005120B 




WO 2005- 


US17134 




20050516 


WO 


2005116009 




Bl 




20060126 


















W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG. 


BR, BW, 


BY, 


BZ, 


, CA, CH. 






CN. 


CO, 


CB, 


CU, 


CZ, 


DE, 


DK. 


OM. 


DZ, 


EC, 


EE, EG, 


ES, 


FI, 


, GB. GD, 






GE, 


GH, 


GM, 


HB, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, KG, 


KM, 


KP, 


, KR, KZ, 






LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, MN. 


MW, 


MX. 


, MZ, NA. 






NG, 


NI, 


NO, 


N2, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO. 


RU, SC, 


SO, 


SE, 


, SG, SK, 






SL, 


SM, 


SY, 


TJ, 


TM, 


TN, 


TR. 


TT, 


TZ, 


UA, 


UG, US, 


uz. 


VC. 


, VN, YU, 






ZA, 


ZM, 


zw 


























RW: 


BW, 


GH, 


GM. 


KE, 


LS. 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, TZ, 


UG, 


ZM, 


, ZW, AM, 






AZ, 


BY, 


KG. 


KZ. 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, CH, 


CY, 


CZ, 


, DE, DK, 






EE. 


ES. 


FI, 


FR, 


GB, 


GR, 


HU, 


IE. 


, IS. 


IT, 


LT. LU. 


MC. 


NL, 


, PL, PT, 






RO. 


SE. 


SI. 


SK. 


TR, 


BF, 


BJ, 


CF, 


, CO. 


CI, 


CH. GA. 


GH. 


GO, 


, GW, ML, 






NR. 


NE, 


SN. 


TO, 


TG 




















US 


2006106062 




Al 




20060518 




US 200S- 


130359 




200S0S16 


PRIORITY APPLN. 


INFO 














US 2004- 


S72266P 




P 2O04OS18 



OTHER SOURCE (S): HARP AT 144: SI 568 

IT 871007-61-3P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted quinolyloxazoles and their heterocyclic 

analogs 

useful as P0E4 inhibitors) 
RN 871007-61-3 CAPLUS 

CN 4-0xa20lecarboxamide, 5-[ (IS) -1-aminoethyl] -2-[S-nethOKy-2- 
(trifluoromethyl) -S-quinolinylJ-N-t (1R,2S) -2-phenylcyclopropyl] -, 
raonohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



AB Title compds. I [Rl - H, alkyl, cycloalkyl; R2, R3 and R5 independently - 
H or halo; R4 - H, halo, alkyl, etc.; A - substituted oxazolyl, imidazole, 
thiazole or pyrrole], and their pharmaceuticaily acceptable salts, are 
prepared and disclosed as pde4 inhibitors. Thus, e.g., II was prepared in a 
nultistep synthesis froa 2-trifluoroaethyl-B-methoxyquinolin-S-yl 
carboxylic acid. In P0E4 assays, selected coapds. possessed ICSO values 
ranging from 0.01-1.8 nM. Also claimed are pharmaceutical compns.. the 
use of the compds. as P0E4 inhibitors, and combinations with other 
actives. 

2005:1289687 CAPLUS 
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Preparation of substituted 2-quinolyl-oxa2ole9 and 
their heterocyclic analogs useful as pde4 inhibitors 
Kuang, Rongze; Blythin, David; Shih, Neng-Yang; Shuc. 
Ho-Jane; Chen, Xiao; Cao. Jianhua; Gu, Danlin; Huang. 
Ying; Schwerdt, JohnH.; Ting, Pauline C; Vong, 
Shing-Chun; Xiao, Li 
Schering Corporation. USA 
PCT Int. Appl., 233 pp. 
CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 
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AB The present invention relates to a novel nethod of treating and/or 

preventing psychiatric disorders in a subject by administering to the 
subject at last one Cox-2 inhibitor alone or in cosbination with one or 
Bore antidepressant agents.- Coopns., pharDaceutical cospns.- and )cits are 
also described. Thus, celecoxib vas prepared starting froa 
4 ' -nethylacetophenone and ethyltrif luoroacetate folloved by reaction vith 
4-sulfonaraidophenyihydrazine. A composition is obtained by nixing 

sertraline 

and celecoxib. 
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Compositions for treating psychiatric disorders with 
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antidepressant agents 
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(conpns, for treating psychiatric disorders with COX-2 inhibitors alone 
and in combination with antidepressant agents) 
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2-Pyrrolidinecarboxainide, 5-oxo-N- (2-phenylcyclopropyl) - (9CI) (CA INDEX 
NAME) 
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AB The present invention relates to acylated arylcycloallcylamines of the 

forottjla (I) including N- (trans -2-phenylcyclopropyi)carboxamides (wherein 
RI, R2 - each (un) substituted Ph, 1- or 2-naphthyl, or 5- to lO-menbered, 
aronatic, amnocyclic or bicyclic heterocycle containing one or raore 

heteroatoms 

selected from the group consisting of N, O and St n - an integer of 1-4] . 
These compds. upregulate the expression of the enzyme endothelial nitric 
oxide (NO) synthase and can be applied in conditions in which an increased 
expression of said enzyme or an increased NO level or the normalization of 
a decreased NO level is desired. They are useful in the treatment of 
various disease states including cardiovascular disorders such as 
atherosclerosis, thrombosis, coronary artery disease, hypertension and 
cardiac insufficiency. The diseases also include for the treatment of 
stable or unstable angina pectoris, coronary heart disease, Prinzmetal 
angina, acute coronary syndrome, heart failure, myocardial infarction, 
stroke, peripheral artery occlusive disease, endothelial dysfunction, 
restenosis, endothelial damage after PTCA, essential hypertension, 
pulmonary hypertension, secondary hypertension, renovascular hypertension, 
chronic glomerulonephritis, erectile dysfunction, ventricular arrhythmia, 
diabetes, diabetes complications, nephropathy, retincqaathy, angiogenesis, 
asthma bronchiale, chronic renal failure, cirrhosis of the liver, 
osteoporosis, restricted memory performance or a restricted ability to 
learn, or for the lowering of cardiovascular risk of postmenopausal women 
or of women talcing contraceptives. For example, N-(tran9-2- 
phenylcyclopropyl) -3-amino-5-methylpyrazine-2-carboxaBide and 
N- (tran3-2-phenylcyclopropyl) -2, 5-dimethyl-l- (thiophen-2-ylmethyi) -IH- 
pyrrole-3-carboxanide inhibited the activation of transcription of human 
endothelial nitric oxide synthetase in primary human umbilical vein code 
cells (HUVEC) with ECSO of 0.060 and <0.01 mH. reap. 
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use as pharmaceuticals for treatment of cardiovascular 
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MARPAT 140:181465 
658683-57-9P 658683-60-4P 658683-72-8P 
65e683-80-8P 6586B3-85-3P 658683-86-4P 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of acylated arylcycloalkylamines as regulators of 
transcription 

of endothelial nitric oxide synthase gene and pharmaceuticals for 
treatment of cardiovascular disorders) 
RN 658683-57-9 CAPLUS 

CN S-Oxazolecarboxamide, 2, 4 -dimethyl-N- [ (IR, 2S) -2-phenylcyclopropyl] rel 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 
CN 



6S868 3-60-4 CAPLUS 

S-Thiazolecarbo«aaide, 2-cyclopropyl-4-methyl*N- ( (IR, 2S) -2- 
phenylcyclopropyl] -. rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 
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V 



RN 6S86aa-72'e CAPLUS 

CN S-Thiazolecarbosamide. 2-Bethyl-N-{ (lR,2S)-2*phenYlcyclopropyl]-, rel- 
(9Cn (CA INDEX NAHE) 

Relative atereochemiatry. 




7Jt 658683-60-8 CAPLUS 

CN lH-PyrrolB-3-carboxamide, 2, S-dinethyl-N- ( (IR, 2S) -2-phenyIcyclopropyl] -1- 
(2-Chienylmethyl)-, rel- (9CI> (CA INOQC NAME) 

Relative atereochemiatry. 




V 



RN 65B6a3-85-3 CAPUIS 

CN lH-Pyrrole-3-carboxanide, 2, S-dinethy l-N- { (IR, 2S) -2-phenylcyclopropyl] -1- 
(4-pyridinylnethyl)-, rel- (9CI) (CA INDEX NAME) 

Relative stereocheniatry. 




RN 658683-86-4 CAPUJS 

CN S-Thiazolecarboxaaide, 2, 4-diBethyl-H-( (IR. 2S)-2-phenylcycloprop/l] rel- 
(9CI) (CA INDEX NAME) 
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AB The aim of the work was to discrindnate between antibacterial and 

non-antibacterial drugs by topol. methods and to select new potential 
antibacterial agents from among new structures. The method used for 
antibacterial activity selection was a linear discriminant anal. (LDA). 
It is possible to obtain a QSAR interpretation of the information 
contained in the discriminant function. We make use of the Pharmacol, 
diatribution diagrams (PDDs) as a viaualizing technique for the 
identification and selection of new antibacterial agents. 
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antibacterial compounds using simple topological 
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Faculty of Pharmacy, Department of Physical Chemistry, 
Universitat de Valencia, Valencia, Spain 
Journal of Molecular Graphics & Modelling (2003), 
21($), 375-390 
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(Biological study); USES (Uses) 

(discrimination and selection of new potential antibacterial compds. 

using simple topol. descriptors) 
2829-19-8 CAPLUS 

2-Pyrrolidlnecarbo)iaBlde, S-omo-N- (2-phenylcyclopropyl) - (9CI) (CA INDEX 
NAHE) 
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r2 r3 r5 
Rlx2-N 



|— x'l i 



S02 
H U 



AB Title compds. (1; A • heteromonocyclic ring containing 5-6 member; fused 

heteropolycyclic ring containing 8-14 member; XI - C. CH; X2 - bond. 
NHCH2CO, 

NHCH2CH2S02, alkylamino; Rl - alkylaminocarbonyi, alkoxycarbonyl, 
alkylcarbonyl, alkylsulfonylt R2 - H, alkyl; R3 - alkyl; R4 « H, alkyl; 
R3R4 - cycloalkylene, heterocycloalkylenef RS • Hf R6 - Hi R5R6 - o»ot R7 
- CN, CI, Br, F, N02, Hi RB - alkyl, alkylidene, CN, CI, F, Br, N02f n - 
0, 1, 2, 3], N-oxide deriva., prodrug deriva., protected deriva., 
individual isomers, mints, of isomers, and pharraaceutically acceptable 
salts and compns. with bisphosphonic acids or acid esters as excipienta 
are prepared as cathepsin K and cathepsin S inhibitors. Title compds. are 
administering to animal in treating diseases which cysteine protease 
activity contributes to the pathol. and/or synptoButol. The diaeaaes are 
autoimmune diaorder, allergic diaorder, allogeneic immune reaponae, 
exceaaive elaatolysia, cardiovaacular disorders, fibril formation, etc. 
Thus, the title compound II vaa prepared 
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(preparation of amine derivs. as cathepsin K and cathepsin S inhibitors 
useful in disorders caused by cysteine protease activity) 
RN 294864-90-5 CAPLUS 

CN Carbamic acid, ( (IS) -3-nethyl-l-[ I { (IS) -3-phenyl-l- ( [4- [ t ( (IS. 2S) -2- 

phenylcyciopropyl] amino] carbonyl] -2-oxazoIyl]carbonyl] propyl] amino] carbony 
1) butyl]-, phenylmethyl ester (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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X (CH2) nCOOH 

)= 



(CH2)nCOOR4 



The title conpds. I [n - 2-5; X - 1,2-C6H4, 1,3-C6H4, 1,4-C6H4j R - R1 - 
H, RRl • double bond; R2 • alley 1, alkenyl, alltynyl, 2-phenylcyclopropyl, 
C-4 substituted Ph. C-4 substituted cyclohexyl, R3-sub3tituted allcyl or 
oxaallcyl [R3 - (un) substituted cycloalkyl, Ph, tetrahydropyranyl, 
morpholino, piperidino, pyrrolidine, etc.]] and their salts, which possess 
thromboxane receptor antagonism activity, inhibited thromboxane synthase, 
inhibited induced blood platelet aggregation, and demonstrated an absence 
of TXA2 agonist activity, were prepared by Stille coupling reactions of 
pyridines II and alkenes III (Y. Z - Br, iodo. F3CS03, trialkylatannyl; R4 
- carboxy protecting group) in the presence of a Scille palladium coupling 
catalyst. Alternatively. I were prepared by tfittig olefination reactions of 
appropriate 3-pyrldinyl oxazolylphenyl ketones. 
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(prepn. of (pyridinyl) [ (carbaooyloxazolyl) phenyl} alkenoic acids with 
thromboxane receptor antagonism and thromboxane synthase inhibiting 

activity) 
RN 200399-88-8 CAPLUS 

CN 6-Heptenoic acid, 7-(4- (4-( (( (IR, 2S) -2-phenylcyclopropyl] amino]carbonyl] -2- 
oxazolyl] phenyl] -7- (3-pyridinyl)-, (6E) -rel- (+) - (9CI) (CA INDEX NAME) 

Rotation (-f ) . Absolute stereochemistry unknown. 
Double bond geometry as shown. 




(CH2), 



C02H 



RN 200399-89-9 CAPLUS 

CN 6-Heptenoic acid, 7- (4- [4- [[[ (IR, 2S) -2-phenylcyclopropyl] amino] carbonyl] -2- 
oxazolyl] phenyl] -7- (3-pyridinyl)-, (6E) -rel- (-) - (9C1) (CA INDEX NAHE) 

Rotation (-) . Absolute stereochemistry unknown. 
Double bond geometry as shown. 
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RL: RCT (Reactant) ; SPN (Synthetic preparation) f PREP (Preparation)! RACT 
(Reactant or reagent) 

(preparation of (pyridinyl) [ (carbamoyloxazolyl) phenyl) alkenoic acids 

thromboxane receptor antagonism and throodioxane synthase inhibiting 
activity) 
200400-45-9 CAPLUS 

4-OxaEolecarboxamide, 4,S-dihydro-N-( (1S,2R) -2-phenylcyclopropyl] -2- [4- (3- 
pyridinylcarbonyDphenyl]-, (4S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 200400-46-0 CAPLUS 

CN 4-Oxazolecarboxaiaide, 4,S-dihydFO-N'-( (1R,2S) -2-phenylcycIopropyl] -2-(4-(3- 
pyridinylcarbonyl) phenyl]-. <4S)- (9CI) (CA INDBC NAME) 

Absolute stereochemistry. 



0 




m 200400-53-9 CAPLUS 

CN 4-Oxazolecarboxamide, N-I (IR, 2S)-2-phenyleyclqpropyll-2-[4-(3- 
pyridi^ylcarbonyl)phenyll rel-(4^)- (9CI) <CA INDEX NAME) 

Rotation (i). Absolute stereochemistry unknown. 



O 




RN 200400-S4-0 CAPLUS 

CN 4-Oiiazolecarbo»aiiiide, N-[ (lR,2S)-2-phenylcyclopropyl]-2-l4-(^- 
pycidinylca^bonyl)phenylI -. rel-(-)- (9C1) (CA INDEX NAME) 

Rotation (-). Absolute stereochemistry unknown. 
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LIS ANSWER 9 OF 19 CAPLUS COPYRIGHT 2006 ACS on STN 
ED Entered STN: 01 Jan 1999 



Rl 
O-^N 



AB Title coa^s. [It R - alk(en)yl, phenylalkyl, heterocyclylalkyl, etc.; Rl 
- ZCR2:CH(CH2) nG02H; R2 - 3-pyridyl throughout; Z - phenylene; n • 2-5i 
dashed line " optional bond] vere prepared as thromboxane receptor and 
synthase antagonists. Thus, Me (E) -7- (4-carbQxyphenyl) -7- (3-pyridyl) -6- 
heptenoate was aiaidated by N- (4-c:ycloheitylbutyl) -O- (tert- 
butyldiinethylsilyl) -L-aerinamide (preparation each given) and the 

deprotected 

product cyclized to give, after dehydrogenation and saponification, I [R - 
4-cycloheKylbutyl, Rl - (E) -C6H4 (CR2:CH(CH2) 4C02H] -4, dashed line - bondj . 
Data for biol. activity of I were given. 
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INVENTOR (S) : 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE; 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1998:816109 CAPLUS 
130:66485 

Preparation of ( {carbamoyl-2-oxazolyl) phenyl- 
ffl- (3-pyridyl) alkenoates as thromboxane A2 
antagonists 

Jakubowski, Joseph Anothony; Mais, Dale Eugene; 

Takeuchi, Kuniko 

Eli Lilly and Company, USA 

U.S., 28 pp. 

CODEN: USXXAH 

Patent 

English 

2 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



US 5849766 
US 6075147 
US 6114 534 
PRIORITY APPLN. INFO. : 

OTHER SOURCE (S) : 



19981215 
20000613 
20000905 



US 1997-862505 
US 1998-148288 
US 1998-148461 
US 1996-18595P 
US 1997-B62505 



19970523 
19980904 
19980904 
P 19960531 
A3 19970523 



MARPAT 130:66485 
200399-88-BP 200399-89-9P 
RL: BAG (Biological activity or effector, except adverse) ; B5U (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of a- ( (carbamoyl-2-oxazolyl)phenyl-a- (3- 
pyridyl) alkenoates as thromboxane A2 antagonists) 
RN 200399-88-8 CAPLUS 

CN 6-Heptenoic acid, 7-{4-{4-[ ( { (IR, 2S) -2-phenyIcyclopropyl)aBino)carbonyl] -2- 
oxazolyll phenyl] -7- (3-pyridinyl)-, (6E) -eel- (+) - (9CI) (CA INDEX NAME) 

Rotation (+) . Absolute stereochemistry unknown. 



Double bond geometry as shown. 
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(CH2)4^ 



RN 200399-89-9 CAPLUS 

CN 6-Heptenoic acid. 7- [4- {4- t t E (IR. 2S) -2-phenylcyclopropyl] amino] carbonyl] -2- 
Qxazolyl] phenyl] -7- (3-pyridinyl)-, (6E) -rel- (-)- (9CI) (CA INDEX NAME) 

Rotation (-). Absolute stereochemistry unknown. 
Double bond geometry as shown. 




IT 200400-45-9P 200400-46-OP 200400-53-9P 
200400-S4-OP 

RL: RCr (Reactant); SPN (Synthetic preparation); PREP (PreparaUon) ; RACT 
(Reactant or reagent) 

(preparation of {carbamoyl-2-oxazolyl) phenyl-*- (3- 
pyridyl) alkenoates as thromboxane A2 antagonists) 
RN 200400-45-9 CAPLUS 

CN 4-Oxazolecarboxaniide, 4 , 5-dihydro-N- ( (15, 2R) -2-phenylcyclopropylJ -2-{4- (3- 
pyridinylcarbonyl) phenyl]-, (4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 200400-46-0 CAPLUS ED Entered STN: 03 Dec 1998 

CN 4-OxazolecarbcsaiBide. 4,S-dihydro-H-{ (lR,2S)'2-phenYlcyclopropyl]*2-[4-0- GI 
pyridinylcarbonyl) phenyl]-. (4S)- (9CI) (CA INDEX HAKE) 

Absolute stereochemistry. 




RN 200400-53-9 CAPLUS 

CN 4-Oitazolecarboxanide. N-[ (1R.25) -2-phenylcyclc^rC9jyl] -2-[4- (3- 
pyridinylcarbonyl) phenyl!-, rel-(^)- (9CI) (CA INDEX MAKE) 

Rotation {*) , Absolute stereochemistry unknovn. 




RN 200400-54-0 CAPLUS 

CN 4-OxazolecarboKamide. N-[ (1R,2S) -2-phenylcyclopropyl] -2-[4- (3- 
py ridi ny lea rbonyl) phenyl]-, rel-(-)- (9CI) (CA INDEX NAME) 

Rotation (-) . Absolute stereochemistry unknovn. 




REFERENCE COUNT: 



THERE ARE 24 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



CH(CH2)4C02H 




A novel series of oxazolecarboxacude-substituted o-phenyl-o- (3- 
pyridyl) alkenoic acid derivs. was discovered as potent dual-acting agents 
to block the TXA2 receptor and to inhibit the thromboxane synthase 
(TRA/TSI). Synthesis, structure -activity relationship (SAB), and in vitro 
and in vivo pharmacol. of this series of compds. are described. 
Modification of the series revolved around the oxazoie noiety to increase 
the hydrophilicity of the compds. and to correlate the biol. activity with 
lipophilicity of the compds. The most potent in the series vas 
(E) -7-(4- {4- ( [ (4-cyclohexyIbutyl) amino] carbonyl] -2-oxazolyl] phenyl] -7- (3- 
pyridyl)hept-6-enoic acid (I) with Kd - 9.9 i 0.4 nH for thromboxane 
receptor antagonism and ICSO • 55.0 i 17.9 nH for thromboxane synthase 
inhibition. I was a selective TRA/TSI which exhibited desirable 
characteristics for oral activity, shunt effect to elevate PGI2 level, and 
absence of agonist activity. 



1999:756609 CAPLUS 
130:110182 

Development of Dual-Acting Agents for Thromboxane 
Receptor Antagonism and Thromboxane Synthase 
Inhibition. 3. Synthesis and Biological Activities of 
Oxazolecarboxamlde-Substituted a-Phenyl-A- 
(3-pyridyl)alkenoic Acid Derivatives and Related 
Compounds 

Takeuchi, Kumiko; Kohn, Tcjdd J.; True, Timothy A.J 
Mais, Dale E.; Uikel, James H. ; Utterback, Barbara G.t 
Vyss, Virginia L.; Jakubowski, Joseph A. 
Lilly Research Laboratories, Eli Lilly and Cos^any, 
Indianapolis, IN, 462B5, USA 

Journal of Medicinal Chemistry (1998), 41(27), 

5362-5374 

CODEN: JMCMAR; ISSN: 0022-2623 
American Chemical Society 
Journal 
English 
200399-8 8 -BP 200399-8 9-9P 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 



ACCESSION NUMBER 
DOCUMENT NUMBER: 
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CORPORATE SOURCE: 



PUB LI SHER: 
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LANGUAGE: 



L15 A^JSVER 10 OF 19 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study); PREP (Preparation) 

(prepn. and thromboxane receptor antagonist and thromboxane synthase 
inhibitor activity of carbamoyXoxazolylphenyl (pyridyl) heptenoic acids) 
RN 200399-88-9 CAPLUS 

CN 6-Heptenoic acid, 7- (4- (4-( (( (IR, 2S) -2-phenylcyclopropyl] amino] carbonyl) -2- 
oxazolyl}phenyl}-7-(3-pyridinyl)-, (6E) -rel- (4)- (9CI) (CA INDEX NAME) 

Rotation (-f). Absolute stereochemistry unknown. 
Double bond geometry as shown. 




RN 200399-89-9 CAPLUS 

CN 6-Heptenoic acid. 7- [4- (4-( [ [ (IR, 2S) -2-phenylcyclopropylJamino}carbonyl] -2- 
oxazolylj phenyl] -7- (3-pyridinyl)-, (6E) -rel- {-) - (9CI) (CA INDEX NAME) 

Rotation (-). Absolute stereochemistry unknown. 
Double bond geometry as shown. 
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RN 200400-54-0 CAPLUS 

CN 4-OxazolecarbOKamide, N-[ (lR,2S)-2-phenylcycloprppyl] -2-[4- (3- 
pyridinylcarbonyl) phenyl]-, rel-(-)- (9CI> (CA INDEX NAME) 

Rotation (-). Absolute stereochemistry unknown. 



0 




REFERENCE COUNT: 51 THERE ARE 51 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 




IT 200400-53-9P 200400-54-OP 

RL: RCT (Reactant)j SPN (Synthetic preparation) f PREP (Preparation)* RACT 
(Reactant or reagent) 

(preparation and thromboxane receptor antagonist and thromboxane synthase 
inhibitor activity of carbamoyloxazolylphenyl (pyridyl) heptenoic acids) 
RN 200400-S3-9 CAPLUS 

CN 4-Oxazolecarbaxanide, N- [ (IR, 2S) -2-phenylcycloprapyl] -2- [4- (3- 
pyridinylca rbonyl) phenyl]-, rel-(i)- (9CI) (CA INDEX NAME) 

Rotation («) . Absolute stereochemistry unknown. 
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L15 ANrrfER 11 OF 19 CAPLUS COPYRIGHT 2006 ACS ( 

EO Entered STN: 26 Feb 199S 

GI 



Title coBpds. (li R - alk(en)Yl, cycloalkylallcyl. phenylalkyl, etci Rl - 
ZCR2:C3!(CH2)n002Hi R2 - 3-pyridiyl; Z - phenylene; n - 2-5i dashed line - 
optional addnl. bond] were prepared Thus, 4- (He3CHe2SiO)C6H4CHO was 
condensed vith 3-broniop/ridine and the oxidized product condensed vith 
BrPh3P (CH2) 5C02H to give, in 2 addnl. steps, (E)-4- 

(H02C)C6H4CR2:CH(CH2) 4C02Me (R2 - 3-pyridiyl) which was condensed with 
(S)-Me3CMe2SiOCH2CH(NH2)CONHR (B - 4 -cyclohexylbutyl) (preparation given) to 
give, in 3 addnl. steps, I (R - 4-cyclohexylbutyl, Rl » 

(E)-C6H4lCR2:CH(CH2)4C02Hl-4. B2 - 3-pyridiyl, dashed line - addnl. bond]. 
Data for biol. activity of I were given. 



ACCESSION NUMBER: 
DCCUHENT NUHBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. MUM. COUNT: 
PATENT INFORMATION: 



1998:116096 CAPLUS 
129:14 0692 

Preparation of o-{ (carbamoyloxazolyl) phenyl] alke 
noic acids as thromboxane receptor and synthase 
inhibitors 

Nelson, Katrina Ann; Nunes, Joseph John 

Eli Ully and Co., USA 

E^r. Pat. .^1., 52 pp. 

CODEN: EPXXQV 

Patent 

English 

2 



PATENT NO, 

EP 816361 
EP 816361 

R: AT, BE, CH, 
CA 2206469 
JP 10059966 
PRIORITY APPLN. INFO.: 



KIND DATE 



APPLICATION HO. 



A2 19980107 
A3 19980408 
DE, DK, ES, FR, ( 
AA 19971130 
A2 19980303 



EP 1997-303656 

i, GR, IT, LI, LU, NL, 
CA 1997-2206469 
JP 1997-141619 
US 1996-18749P 
GB 1996-13219 



19970S29 

SE, PT, IE, 
19970528 
19970530 
• 19960531 
i 19960625 



OTHER SOURCE(S): HARPAT 128:140692 

IT 200399-eB-eP 200399-89-9P 201993-61-5P 

RL: BAC (Biological activity or effector, except adverse) i BSU (Biological 
study, unclassified); SPN (Synthetic preparation)! THU (Therapeutic use) » 

BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of e- [ (carbamoyloxazolyl) phenyl] alkenoic acids as 
thromboxane receptor and synthase inhibitors) 
RN 200399-88-8 CAPLUS 

CN 6-Heptenoic acid, 7-[4-(4-[([ (IR, 2S)-^-phenylcyclopropyllamino]carbonyl]-^- 
oxa^olyl]phenyl]-7-(^-pyridinyl)-, (6E)-rel-(^)- (9CI) (CA INDEX NAME) 
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Rotation ) . Absolut* stereochemistry unknovn. 
Double bond geoaetcy as shovn. 



(ConUnued) 




200399-89-9 CAPLUS 

6-Heptenoic acid, 7- [ 4- ( 4- [ ( [ (IR, 2S) -2-phenylcyclopropyl) amino) carbonyl] -2- 
oxazolyl) phenyl] -7- (3-pyridinyl)-, (6E) -rel- (-) - (9CI) (CA INDEX NAME) 



Rotation (-). Absolute stereochendstry unknown. 
Double bond geometry as shovn. 




RN 201993-61-5 CAPLUS 

CN 6-Reptenoic acid, 7- {4- (4- ([ (2-phenylcyclopropyl) andno] carbonyl] -2- 
oxazolyl) phenyl] -7- (3-pyridinyl)-. tl«(E),2W- (9CI) (CA INDEX 
NAME) 

Relative stereochemistry. 
Double bond geoaetry as shown. 
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IT 200400-45-9P 200400-46-OP 200400-S3-9P 
200400-54 -OP 

RL: RCT (Reactant) f SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of (carbamoyloxazolyl) phenyl] alkenoic acids as 
thromboxane receptor and synthase inhibitors) 
RN 200400-45-9 CAPLUS 

CN 4-Oxazolecarboxainide, 4 , 5-dihydro-N- ( (IS, 2R) -2-phenylcyclopropyl] - 2- [4 - (3- 
pyridinylcarbonyl) phenyl]-, (4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



O 




RN 200400-46-0 CAPLUS 

CN 4-Oxazolecarboxanide, 4,5-dihydro-N-C (IR, 2S) -2-phenylcyclopropyll -2-14- (3- 
pyridinylcarbonyl) phenyl]-, (4S)- (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 



LIS ANSVER 11 OF 19 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
Rotation (-f ) . Absolute stereochenistry unknown. 

0 




RN 200400-54-0 CAPLUS 

CH 4-Oxazolecarboxanide, N-{ (lR,2S)-2-phenylcyclopropyll-2-{4-(3■ 
pyridinylcarbonyl)phenyl3-. rel-(-)- (9CI) (CA INDEX NAME) 

Rotation (-). Absolute stereochemistry unknown. 



O 





RN 200400»S3-9 CAPLUS 

CN 4-Oxazolecarboxamide, N- 1 (1R,2S) -2-phenylcyclopropyll -2- (4- (3- 
pyridinylcarbonyl) phenyl]-, rel-(+)- (9CI) (CA INDEX NAME) 
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ED Entered STN: 24 Dec 1997 

GI 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The title coapds. (I; n - 2-5; L - octho-, joeta- or para-phenylene> Ra ■ 
H; RaRa - a bond; R - C3-12 alkyl, C3-12 alkenyl, C3-12 alVynyl, etc. J in 
either the E-fore, the Z-fora or a aixture thereof, which are 
••phenyl-a-O-pyridyD-a-alkenoic acid derivs. bearing a 
carbamoyl substituted oxazolyl or oxazolinyl group on the Ph ring and 
which deaonstrate utility for throsdsoxane receptor antagonism and/or 

* throsboxane synthase inhibition, were prepared and formulated. Thus, 
reaction of the acid II with L-serinaoiide III in the presence of HOBT and 
DCC in THF followed by TBS-group removal, cyclization of the resulting 
hydroxybisamide IV in the presence of PPh3, iPr2NEt in CCl4/HeCN, and 
hydrolysis of the ester V afforded the acid (4S)-(E)-VI which showed 1C50 
of 82.1 nM against thromboxane synthase. 
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PATENT INFORMATION: 
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Double bond geoaecry as shown. 



(Continued) 



1997:801923 CAPLUS 
128:61S07 

Preparation of carbaaoyl-substituted oxazoles as 

thromboxane receptor antagonists 

Jakubowski, Joseph Anthonys Mais. Dale Eugenei 

Takeuchi, Kumiko 

Eli Lilly and Company, USA 

Eur. Pat. Appl., 48 pp. 

COOEN: EPXXDtf 

Patent 

English 

2 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



EP 811621 
EP 811621 

R: AT. BE, 
CA 2206466 
JP 100S996S 
PRIORITY APPLN. INFO. 



EP 1997-303662 



19970529 

„ SE, PT, IE. 
19970528 
19970530 
P 19960S31 
A 1996062S 



A2 19971210 
A3 19980204 
CH, DE, OX. ES. FR. GB. GR, IT, Lt, LU, 
AA 19971130 CA 1997-2206466 
A2 19980303 JP 1997-141590 
: US 1996-1B595P 

GB 1996-13222 
OTHER SOURCE(S): MARPAT 128:61507 

IT 200399-88-8P 200399-89-9P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified)* SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of carbamoyl-substituted oxazoles as thromboxane receptor 
antagonists) 
RN 200399-88-8 CAPLUS 

CN 6-Heptenoic acid, 7-{4- [4- { { ( (IR, 2S) -2-phenylcyclopropyl] amino] carbonyl] -2- 
oxazolyl]phenyl]-7-(3-pyridinyl)-, (6E) -rel- (■•■) - (9CI} (CA INDEX NAME) 

Rotation I*). Absolute stereochenistry unknown. 




tCH2)4^ 



^C02H 



RN 200399-89-9 CAPLUS 

CN 6-Heptenoic acid, 7- {4-{4- ( [ ( (IR, 2S) -2-phenylcyclopropyl}amino]carbonyl] -2 
oxazolyl] phenyl] -7- (3-pyridinyl)-, (6E) -rel- (-) - (9CI) (CA INDEX NAME) 

Rotation (-) . Absolute stereochemistry unknown. ' 
Double bond geoaetry as shown. 




(CH2)4 



200400-4S-9P 200400-46-OP 200400-53-9P 
200400-54-OP 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of carbamoyl-substituted oxazoles as thromboxane receptor 

antagonists) 
200400-45-9 CAPLUS 

4-Oxazolecarboxamide. 4,5-dihydro-N-( (IS, 2R) -2-phenylcyclopropyl J -2-t4- (3- 
pyridinylcarbonyl) phenyl]-. (4S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 200400-46-0 CAPLUS 

CN 4-Oxazolecarboxanida, 4, 5*dihydro-N-( (IR, 2S) -2-phenylcyclopropyll -2-(4-(3> 
pyridinylcarbonyl) phenyl]-, (4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 200400-53-9 CAPLUS 

at 4-Oxazolecarboxamide, N-t (IR. 2S) -2-phenylcyclopropyl} -2- {4- (3- 
py ridi ny lea rbonyl) phenyl]-, rel-(>)- (9CI) (CA INDEX NAME) 

Rotation {*) . Absolute stereochemistry unknown. 




RN 200400-54-0 CAPLUS 

CN 4-Oxazolecarboxafflide, N-[ (1R,2S) -2-phenylcyclopropyl] -2- [4- (3- 
pyridinylcarbonyl) phenyl]-, rel'(-)- (9CI) (CA INDEX NAME) 

Rotation (-) . Absolute stereochemistry unknown. 
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ANSVER 13 OF 19 CAPLUS CX^PYniGHT 2006 ACS on STN 
Entered STN: 04 May 196S 

Principal component anal, of the Rf values for S96 basic and neutral drugs 
in 4 clucnt RtiKts. provided a significant 2-caaponent a»del which 
explained 77) of the total variance. Each drug vas characterized on a 
plane by 2 principal coaponent scores. The loading plot shows that 3 
eluent aiitts. are clustered into the sase group providing siiailar 
inforoacion. For identification of unknowns, the method provided a 
drastic reduction of the range of possibilities to a few candidates. 



ACCESSION NUMBER: 
DOCUMENT HUHBER: 
TITLE: 



CORPORATE SOURCE: 



DOCUMENT TYPE: 

LANGUAGE: 

IT 2B29-19-8 

RL: ANT (Anaiyte) 



198S:1S4650 CAPLUS 
102:1548SO 

Application of principal coisponents analysis to TLC 
data for S96 basic and neutral drugs in four eluent 
systens 

Husumarra, Giuseppe; Scarlata. Giuseppe* Romano, 

Guidoj Clementi, Sergio; Void, Svante 

1st. Dip. Chin. Chin. Ind., Univ. Catania, Catania, 

9S12S, Italy 

Journal of Chromatographic Science (1984), 22(12), 
S3B-47 

CODEN: JCHSBZt ISSH: 0021-9665 

Journal 

English 



ANST (Analytical study) 
(chromatog. of, thin-layer, principal component anal. 
RN 2929-19-8 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 5-oxo-H- (2-phenylcyclopropyl)- 

NAME) 



(9CI) (CA INDEX 



°^^^^1!-NH- 



LIS ANSVER 14 OF 19 CAPLUS COPYRIGHT 2006 MIS on STN 
EO Entered STN: 12 May 1984 

AB EX-4BB3 {5-oxo-N- (d-trans-2-phenylcyclopropyl) -1-2-pyrrolidinecarboxaaide] 
(I) [2829-19-8), a potent oonoanine oxidase inhibitor in vivo, 
and tranylcypromine (3721-28-6] in equimolar concns. showed sioilar 
results on rat and cat blood pressures, on cat nictitating membranet and 
on rat Langendorff heart. Although tranylcypromine showed a mora potent 
inotropic effect than I in isolated rat atria, bioactivation of I by a 
soluble fraction coaponent of rat liver homogenate shifted I activity 

towards 

that of tranylcypromine. These results, and the fact that I inhibited 
Donoaoine oxidase [9001-66-5) in vitro only after activation by liver 
homogenate, suggested that I vas biotrans formed to an active fflstabolite 
having similar Pharmacol, effects to those of tranylcypromine. 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE! 



AUTHOR (S) : 
CORPORATE SOURCE: 
SOURCE: 



1973:105939 CAPLUS 
78:105939 

Role of biotransformation on the pharmacology of the 
monoamine oxidase inhibitor N- (d-trans-2- 
phenylcyclopropyl) -1-2-pyrrolidi n-S-onecarbox amide 
(EX'-4883) 

Love. M. C.t Horita, A. 

Sch. Med., Univ. Washington, Seattle, VA, USA 
European Journal of Pharmacology (1973), 21(1), 46-S2 
CODEN: EJPHA2» ISSN: 0014-2999 

Journal 
English 



DOOJMENT TYPE: 
LANGUAGE: 
IT 2S29-19-8 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified): THU (Therapeutic use); BIOL (Biological study): USES 
(Uses) 

(Pharmacol, of, tranylcypromine in relation to) 
RN 2B29-19-B CAPUTS 

CN 2-PyrroUdinecarboxamide, 5-oxo-N- (2-phenylcycl(9ropyl) - (9CI) (CA INDEX 
NAME) 
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ANSWER IS OF 19 CAPLUS COPYRIGHT 2006 ACS on STW 
Entered STN: 12 May 1984 

The role of metabolism in the activation of monoamine oxidase (MAO) 
inhibitors was studied. One of these [5-oxo-N- (D-trans-2- 
phenylcyclopropyl) -L-2-pyrrolidinecarboxamide) is inactive in vitrei when 
incubated with the soluble fraction of rat liver (and to a lesser extent 

of brain, kidney, and skeletal muscle) 2-phenylcyclapropylanine 
(tranylcypromine) was liberated, which inhibited MAO. It is assumed that 
a similar transformation is responsible for the activation of this compound 
in the intact animal. An irreversible MAO inhibitor, phenelzine, is also 
a substrate for MAO. Expts. in vivo, and in vitro demonstrated the 
appearance of phenylacetic acid, supporting the hypothesis that MAO is 
inhibited by N2H4 liberated during the dehydrazi nation of this compound 
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1970:518743 CAPLUS 
73:118743 

Role of metabolism in the action of soi 
oxidase inhibitors 

Horita, Akira: CUneschmidt, B. V.f HcHonigle, J. J. 
Dep. of Pharmacol., Univ. of Washington, Seattle, WA, 
USA 

SOURCE: Present Status Psychotropic Drugs, Proc. Int. Congr. 

Coll. Int. Neuro-Psychopharmacol, 6th (1969), Meeting 

Date 1968, 94-7 

CODEN: 22AKA8 
CXXn;MENT TYPE: Conference 
LANGUAGE: English 
IT 23887-48-1 

RL: BPR (Biological process); BSU (Biological study, unclassified); BIOL 
(Biological study); PROC (Process) 

(metabolism of, monoamine oxidase inhibition in relation to) 
RN 23887-48-1 CAPLUS 

ai 2-Pyrrolidinecarboxamide, S-oxo-N- (2-phenylcyclopropyl) - (7CI, 8CI) (CA 
INDEX NAME) 
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L-trans- (+)-5-0xo-N- (2-phenylcyclopropyl) -2-pyrrolidina carboxamide (E X 
4883) was an active monoamine oxidase inhibitor only after bioconversio n 
to an active metabolite. The enzyme responsible for the activation was 
found in the soluble fraction (100,000 + g supernatant) of the cell and 
was highly active in rat liver, kidney, and brain tissues. The enzyme 
converted EX 4683 into tranylcypromine and pyrrolidone carboxylic acid, 
with a pH optimum of 7-8) the enzyme was not inhibited by KCN or anaerobic 
conditions. This biotransformation of EX 4883 by a soluble fraction enzyme 
represents a new mechanism for drug transformation. 
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1970:20210 CAPLUS 
72:20210 

Bioactivation of L-trans- (+) -5-oxo-N- (2- 
phenylcyclopropyl) -2-pyrrolidinecarboxamide (EX 4883) 
into a monoamine oxidase inhibitor by a soluble 
fraction enzyme system 
McMonigle, J. J.; Horita, A. 

Sch. of Med., Univ. of Washington, Seattle, VA, USA 
Archives Internationales de Pharmacodynamie et de 
Therapie (1969), 178(1), 53-61 
CODEN: AIPTAK; ISSN: 0003-9780 
Journal 
English 
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1960:113175 CAPLUS 
68:11317S 

Bioactivation of S-oxo-N-(0-tran9-2-phciiyicyclopropyl)- 
L-2~pyrrolidinttcarboxaaide (EX 4883) into a potent 
inhibitor of oonoaraine oxidase 
HcMonigle, John J. 

Univ. of Vashington, Seattle, VA, USA 
(1968) 127pp. Avail.: 67-14,192 
Froa: Diss. Abstr. B 1968. 28(7), 2979 
Dissertation 
English 
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AB (see Brit. 961. 313, CA 61, 6954f). Separation of D-trans-2- 

phenylcyclopropylaaine (I), and L-trans-2-phenylcyclapropylaBine (II), 
froa the DL-mixture of these aoines is carried out using 
L-5-pyrroUdinone-2-carboxylic acid (III). The title compds. possess 
aonoanide oxidase-inhibitory properties. To • solution of S.2 g. Ill in 80 
nl. EtCH containing 5% MeOH at room tenperature is added a solution of 5.3 

9- 

OL-trans-2-phenylcyclopropylanine in 20 r1. EtOH containing S% HeOH. The 
nixture is chilled in an ice bath until crystallization is complete, the 

salt 

reooved by filtration, washed vith Et20 and dried to yield 4.6 g. of A 

salt (IV). n. 1S2-4*. Crystal licaUon froa HeCN gives 3.8 g. of pure IV, 

B. 150-1', (<»125D -59.67* (H20) . Liberation of II. 

[ci]25D - 117.5* (diosane). frota IV is done with aqueous NaOH 

solution After reooval of IV, the filtrate is diluted with Et20 and 4.2 g. 

B 

salt (V), Q. 118-21' is obtained- Crystallization of V froa MeCN gives 1.9 
g. purified V, a. U9-20*, (a)25D 23.27* (H20) . 

Treatment of purified V with NaOH solution releases strongly enriched I, 
[a]2SD 81.4* (dioxane) . To a solution of S.4 g. Ill, and 5.6 g. 
I in 35 d1. 19:1 EtOH-MeOH is added a solution of 9.1 g. 
dicyclohexylcarbodiioide (VI) in 15 nl. 19:1 EtOH-Me(W. The edxture is 
stirred overnight at anbient tenperature. the dicyclohexylurea re&oved by 
filtration, the urea washed vith HeCN and the filtrate concentrated to yield 
12.9 g. residue which was dissolved in 15 b1. hot HeCN. The solid 
isolated after crystallization is dried to yield 7.8 g. of crude product, 
which is 

crystallized froa hot H20 to give 3.6 g. 
0-H- (trans-2-phenylcyclopropyl) -L-5- 

pyrrolidone-2-carboxaraide, m. 144-7*. [a] 250 104.28* 

(HC0NHe2) . In the same nanner, 4 g. of L-N- (trans-2-phenylcyclopropyl)-L- 
S-pyr^olidinone-^-carboxaBide, B. 136-7*, (a]25D 
-110.56* (HC0NMe2), - 
g. III. and 11.5 g. 
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Patent 
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LIS ANSVER 19 OF 19 CAPLUS COPYRIGHT 2006 ACS on STN 
ED Entered STN: 22 Apr 2001 

AB Title compds. are prepared by treating a phenylcyclopropylamine with an 
organic 

halide or an amino acid (the intermediate in the latter case is dehydrated 

in situ using dicyclohexylearbodiimide. E.g., 27 g. trans- 

phenylcyclopropylamine added at 0-5* to the reaction nixture of 25 g. 

isonicotinic acid. 20.3 g. Et3N, and 23.8 g. ClC02Et in CH2C12 gave 4.2 g. 

N-isonicotinoyl-trans-clopropylaaine a. 142*. Similarly prepared 

were the following (compound, t yield, and n.p. given): N-(trans-2- 

phenylcyclopropyl) -p-chlorophenoxyacetamide, 53, 83-5*i 

N- (trans-2-phenylcyclopropyl) -2-piperidinoacetamide, 100, -i 

N- (trans-2-phenylcyclopropyl) -2-chloroacetamide, 72, 73-4'i 

N- (trans-2phenylcyclopropyl) acrylamide, 83, 77*; 

trans-N-phenylcyclopropyl-2- ( N-ben2yl-N-propargylamino)acetamide, 42, -» 
H- (4-hydroxybutycyl) -trans-phenylcyclopropylamine. 56, 83-5"» N-( 
3, 4, 5-trimethoxybenzoyl) -trans-phenylcyclopropylamine, 68, 192-4*; 
N-trans-2-phenylcyclopropyl-4- (N-piperidyl) butyramide, 68.5, - (bO-06 
190*, n20D 1.5447) J N-trans-2-phenylcyclopropyl-4 -chlorobutyramide. 
71,5, 74 *» N- (N-methyDpipecoloyl-trans-phenylcyclopropylainine,-, 

L-phenylalanyl-d-trans-phenylcyclopropylaraine, -, 91*, 
N-trans-2-phenylcyclopropyl-L-S-pyrrolidone-2-carboxamide, 92, -» 
D-N- (tran3-2-phenylcyclopropyl) -L-5-pyrrolidone-2-carboxamide, 
144-7* t L-N- (tran3-2-phenylcyclopropyl) -L-5-pyrrolidone-2- 
carbox amide. 

1965:454588 CAPLUS 
63:54589 
63:9922a-d 

Phenylcyclopropyl amides 
Beil, John H. 
Colgate-Palmolive Co. 
5 pp. 
Patent 
Unavailable 
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=> fil reg 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
96.41 



TOTAL 
SESSION 
439.30 



FULL ESTIMATED COST 



DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 



SINCE FILE 
ENTRY 
-13.50 



TOTAL 
SESSION 
-13.50 



CA SUBSCRIBER PRICE 



FILE * REGISTRY* ENTERED AT 08:46:44 ON 30 AUG 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 29 AUG 2006 HIGHEST RN 905300-98-3 
DICTIONARY FILE UPDATES: 29 AUG 2006 HIGHEST RN 905300-98-3 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH June 30, 2006 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www. cas . org/ONLINE/UG/regprops . html 



Uploading C:\Program Files\Stnexp\Queries\10636001amends8 . str 



chain nodes : 
12 3 5 
ring nodes : 

7 8 9 10 11 12 13 14 15 16 17 
chain bonds : 

1-2 1-13 2-3 2-5 12-14 
ring bonds : 
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7-12 7-8 8-9 9-10 10-11 11-12 13-14 13-17 14-15 15-16 16-17 
exact/norm bonds : 

1-2 1-13 2-3 2-5 13-14 13-17 14-15 15-16 16-17 
exact bonds : 

12-14 

normalized bonds : 

7-12 7-8 8-9 9-10 10-11 11-12 



G1:C,0,S 
Match level : 

1: CLASS 2: CLASS 3: CLASS 5: Atom 7: Atom 8: Atom 9: Atom 10: Atom 11: Atom 
12: Atom 13: Atom 14: Atom 15: Atom 16: Atom 17: Atom 
Generic attributes : 
5: 

Saturation : Unsaturated 

Type of Ring System : Monocyclic 

Element Count : 
Node 5: Limited 

C,C3-4 

0,00-1 

S,S0-1 

N,N1 



LI 6 STRUCTURE UPLOADED 



=> d 116 

LI 6 HAS NO ANSWERS 
L16 STR 




Structure attributes must be viewed using STN Express query preparation. 
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=> s 116 

SAMPLE SEARCH INITIATED 08:-47:41 FILE 'REGISTRY* 
SAMPLE SCREEN SEARCH COMPLETED - 2236 TO ITERATE 

89.4% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



10 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE **COMPLETE** 
BATCH COMPLETE** 

41884 TO 47556 
23 TO 423 



L17 



10 SEA SSS SAM L16 



=> s 116 full 

FULL SEARCH INITIATED 08:47:46 FILE 'REGISTRY* 
FULL SCREEN SEARCH COMPLETED - 45277 TO ITERATE 

100.0% PROCESSED 45277 ITERATIONS 
SEARCH TIME: 00.00.01 



270 ANSWERS 



L18 



270 SEA SSS FUL L16 



=> fil hcaplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 



SINCE FILE 
ENTRY 
167.38 

SINCE FILE 
ENTRY 
0.00 



TOTAL 
SESSION 
606.68 

TOTAL 
SESSION 
-13.50 



FILE 'HCAPLUS* ENTERED AT 08:47:51 ON 30 AUG 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26^ 1996)^ unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination^ distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 30 Aug 2006 VOL 145 ISS 10 
FILE LAST UPDATED: 29 Aug 2006 (20060829/ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 
This file contains CAS Registry Numbers for easy and accurate 



Page 2730/08/2006 



10636001Amend 



substance identification. 
=> s 118 

L19 38 L18 

=> d his 

(FILE 'HOME' ENTERED AT 08:32:17 ON 30 AUG 2006) 

FILE 'REGISTRY* ENTERED AT 08:32:28 ON 30 AUG 2006 

LI STRUCTURE UPLOADED 

L2 0 S LI 

L3 STRUCTURE UPLOADED 

L4 0 S L3 

L5 STRUCTURE UPLOADED 

L6 0 S L5 

L7 STRUCTURE UPLOADED 

•L8 1 S L7 

L9 20 S L7 FULL 

LIO STRUCTURE UPLOADED 

Lll 0 S LIO 

L12 STRUCTURE UPLOADED 

L13 0 S L12 

L14 0 S L12 FULL 

FILE 'CAPLUS' ENTERED AT 08:45:46 ON 30 AUG 2006 
LIS 19 S L9 

FILE 'REGISTRY' ENTERED AT 08:46:44 ON 30 AUG 2006 

LI 6 STRUCTUI51E UPLOADED 

L17 10 S L16 

L18 270 S L16 FULL 

FILE 'HCAPLUS' ENTERED AT 08:47:51 ON 30 AUG 2006 
L19 38 S L18 

=> s 118 not 19 

38 L18 
19 L9 

L20 38 L18 NOT L9 

=> d ed abs ibib hitstr 1-38 
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PATENT INFORMATION: 

PATENT NO. 



HCAPLUS COPYRIGHT 2006 ACS on STN 
PCT Int. Appl., 196 pp. 
OOOEN: PIXX02 
Patent 
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(Continued) 



KIND DATE 



APPLICATION NO. 



VO 2006076202 



AB lBidazole-4-carboxaraide9 (I) and inidazole-2~carboxaBiide (II) [Rl, R2 H, 
cyano, halo, each (un) substituted alkyl, alkenyl, alJcynyl, cycloallcyl, 
cycloalkylallcyl, aryl, aral)cyl, heteroaryl, or heteroaralkylt RS > H, each 
alkyl, alkenyl, alkynyl, cycloalkyl, cycloalkylalkyl, aryl. aralkyl, 
heteroaryl, or heteroaralkylt R4 " each (un) substituted alkyl, alkenyl, 
alkynyl, cycloalkyl, cycloalkylalkyl, heterocyclyl. heterocyclylalkyl, 
aryl, aralkyl, heteroaryl, or heteroaralkyli R6 > Hi R7 • each 
(un) substituted alkyl, alkenyl, alkynyl, cycloalkyl, cycloalkylalkyl, 
heterocyclyl, heterocyclylalkyi, aryl, aralkyl, heteroaryl or 
heteroaralkyl} as single isoaers, laixture of isomers, or as racemic mixts. 
of isomers or as solvates or polymorphs or as prodrugs or aetabolites or 
as pharaaceutically acceptable salts thereof are prepared These compds. are 
useful in modulating the activity of steroid nuclear receptors and thereby 
for the treataent of a disease, or disorder mediated by, or otherwise 
affected by one or more steroid nuclear receptors (in particular 
raineralocorticoid receptor) , or in vhich steroid nuclear receptor activity 
is implicated. The above disease or disorder is related to cancer, 
infertility, one or more metabolic syndromes, bone or cartilage 
dysfunction, inaune dysfunction, cognitive dysfunction, high blood 
pressure, heart disease, renal disease, fibrosis, epidermal dysfunction, 
or muscle wasting. Thus, to a stirred mixture of 1, 4-diBethyl-&- (2- 
phenoxyphenyl)-UI-imidazole-2-carboKylic acid Et ester (202 mg, 0.60 minol) 
and 4-methaneaulfonylanillne (136 mg, 0.80 mmol) in toluene (5 mL, 

anhydrous) 

was added dropwise Me3Al (2.0 M in toluene, 0.4 mL, O.S mmol) under N at 
ambient temperature and the resulting mixture was stirred at 100* in a 
sealed vial for 10 h to give, after silica gel chromatog., 
l,4-diBethyl-5- (2-phenoxyphenyl) -lH-imidazole-2-carboxylic acid 
(4-methanesulfonylphenyl)amide (III). Ill shcDwed antagonist activity 
against raineralocorticoid receptor with IC50 of <0.5 t»H which was 
ten-fold greater than the antagonist activity against androgen receptor 
(AR) , estrogen receptor a (ERs) , glucocorticoid receptor (GR), 
and progesterone receptor (PR). 



CN, CO, CR. 
GB, GH, CM, 



PRIORITY APPLN. INFO. ; 



20060106 

AE, AG, AL, AM, AT, AU, AZ. BA, SB, EG. BR, BV, BY, BZ. CA, CH, 



Al 



20060720 VO 2006-US319 
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2006: 699903 HCAPLUS 
145:145709 

Preparation of heterocyclic carboxamide conipounds as 
steroid nuclear receptors ligands 

Flatt, Brenton: Gu, Xiao-Hui: Martin, Richard: Mohan, 
Raju; Murphy, Brett; Nyman, Michael C.> Stevens. 
VillianC, Jr.; Vang, Tie-Lln 
Exelixis. Inc., USA 



CU, CZ. DE, OX. CH, DZ, EC. EE. EG. ES. FI. GB, GD. 
HR, KU, ID. IL. IN. IS, JP. XE, KG, KM, KK, KP, XR, 
KZ, LC, LK. LR, LS, LT, LU. LV, LY, MA, MD, MG, MK, MN, MW, MX, 
MZ, NA, NO, NI, NO, N2, OM, PC. PH, PL, PT, RO, RU, SC, SO. SE. 
SG, SK, SL, SM. SY, TJ, TM, TM, TR. TT, TZ. UA, UG, US. U2, VC, 
VN, YU. ZA, ZM. ZW 
RW: AT. BE, BG, CH. CY, CZ, DE, OK. EE. ES, FI, FR, GB, GR, HU, IE, 
IS. IT, LT, LU. LV, MC, NL, PL. PT. RO, SE, SI, SK, TR. BF, BJ, 
CF. CG, CI. CM, GA, GN, GQ, GV. ML. MR, NE, SN, TD, TG. BW, GH, 
GK, KE, LS. MV, MZ, NA, SD, SL. SZ. TZ, UG, ZM, ZV, AM. AZ, BY, 
KG. KZ, MD. RU. TJ, TM 

US 2005-642839P P 20050110 
880775-19-9P, 2, 5-Diraethyl-l- (2-trif luoromethylphenyl) -lH-pyrrol«- 
3-carboxylic acid N-(biphenyl>2>yl) amide 

RL: PAC (Phamacological activity)! SPN (Synthetic preparation); THU 
(Therapeutic use)f BIOL (Biological study) f PRE? (Preparation)! USES 
(Uses) 

(preparation of imidazolecarboxamides as modulators of steroid nuclear 
receptors) 
880775-19-9 HCAPLUS 

lH-Pyrrole-3-carboxamide. N- (1, 1 * -biphenyl] -2-yl-2, 5-dinethyl-l- [2- 
(trifluoromethyl)phenyl]- (9CI) (CA INDEX NAME) 



r 

NH 

REFERENCE COUNT: 



14 THERE ARE 14 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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AB Synergistic fungicidal compns. comprise menadione and at least one agent 
selected from: (A) azoles. such as cyproconazole, difenoconazole, 
epoxiconazole, f luquinconazole, flusilazole, hexaconazole, imazalil, 
metconazole, myclobutanil, penconazole, prochloraz, prothioconazole, 
tebuconazole, triadimefon, triadimenol, trif lumizole: (B) strobilurines, 
such as azoxystrobin, dinoxyst robin, fluoxastrobin. kresoxim-Me, 
metominostrobin. orysastrobin, picoxyst robin, pyraclostrobin, or 
trifloxystrobini (C) acylalanines, such as benalaxyl, metalaxyl, 
mefenoxaa, ofurace, oxadixyl; (D) amine derivs., such as spiroxamine; (E) 
anilinopyriiaidines, such as pyrimethanil, mepanipyrim', or cyprodinil, . 
(F) dicarboximides. such as iprodion, procymidon, vinclozolin; (G) 
cinnamanides and analogs, such as dimethomorph, fluinetover, or flumorph; 
(H) dithiocarbamates. such as ferbam, nabam. aaneb, metam, metiram, 
propineb, polycarbanate, thiraa, ziran, zineb; (I) heterocylic compds., 
such as benomyl. boscalid, carbendazin, dithianon. famoxadone. fenamidone, 
picobenzamide, proquinazid, quinoxyfen, thiophanat-Me, triforine, 
5-chloro-7- (4-methyl-piperidine-l-yl) -6- (2, 4 , 6-trif luoro-phenyl) - 
CI. 2, 4] triazolo(l, S-a)pyrimidin, 3- (3-brorao-6-f luoro-2-methyl-indol-l- 
sulfonyl) -(1, 2. 4] triazol-l-sulfonic acid di~Me amide, or thiophene derivs. 
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CN S-Thiazolecarboxaaide. N-(4'-brOBo(l, 1 '-biphenyl] -2-yl) -4- (dlf luoronothyl) - 
2-a«thyl-, aixt. with 2-aethyi-l, 4-naphthalenedione (9CI) (CA INDEX NAME) 
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S-T hi azoleea rbosaude. 4 - (di f luorome thy 1) - 2 -me thy 1 -H- [ 4 ' - 
(trif luoronethylj [1.1* -bi phenyl] -2-yl]-, nixt. vith ^-aethyl-l,4- 
^aphchale^edione (9CI) (CA INDEX NAHE) 



887499-94-7 HCAPLUS 

S-Thiazolecarboxanide, N- (4* -chloro-3*-f luoro[l. 1' -biphenylj -2-yl) -4- 
(difluoroaechyl)-2-iBethyl-, nixt. with 2-Bethyl'l, 4-naphthalenedione (9CI} 
(CA INDEX NAME) 
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AB Pyrrolecarboxamide derive, (shovn aa It other Harkush structures for 

pyrrolecarboxamidee are defined in the clainst variables defined belov; 
e.g. 1- [ 4 -fluoro-2- (trif luoromethyl) phenyl) -2, S-diiaethyl-lH-pyrrole-S- 
carboxylic acid N- {4- (sulfamoyl) phenyl] amide (II)), compns. and methods 
for modulating the activity of receptors are provided. In particular 
compds. and compns. are provided for modulating the activity of receptors 
and for the treatment, prevention, or amelioration of 21 symptons 
of disease or disorder directly or indirectly related to the activity of 
the receptors. Semiquant. tC50 values for antagonist activity of 23 
examples of I are tabulated and compared to the activity of the 
Spironolactone control. For I: Rl and R2 - H, halo, cyano, or 
(un) substituted allcyi, alkenyl, alkynyl, cycloalVyl, cycloallcylalkyl, 
aryl, arallcyl, hetecoaryl, heteroaralkyl, heterocyclyl, or 
heterocyclylalkyl, or -0R9, -SR9, -N(R9)2, -C(0)0R9 or -C(0)N(R9)2; R3 - 
H, halo, cyano. (un) substituted alkyl, (un) substituted alkenyl or 
(un) substituted alkynyl* R4 is H, -C(0)R9, -S(0)2R9, or (un) substituted 
alkyl, alkenyl or alkynyl, or R4 is (un) substituted cycloalkyl, 
cycloalkylalkyi, hete roiryclyl , heterocyclylallcyl, aryl, arallcyl, 
heteroaryl or heteroaralkylt R6 is H or (un) substituted alkyli R7 is 
(un) substituted alkyl, alkenyl, alkynyl, cycloalkyl, cycloalkylalkyi, 
heterocyclyl, heterocyclylalkyl, aryl, aralkyl, heteroaryl or 
heteroaralkyl; addnl. details are given in the claims. Although the 
methods of preparation are not claimed, prepns. and/or characterization data 
for' nany evanples of I are included. For example, II vas prepared in 5 
steps (50, 37, 62, 64, and 66 I yields, resp. ) starting with preparation of 
l-[4-fluoro-2-(trifluoromethyl) phenyl) -2, 5-dimethyl-lH-pyrrole from 
4-fluoro-2- (trif luoromethyl) aniline and 2, S-hexanedione, followed by 
preparation of the following intermediates: 1- (4-f luoro-2- 
crifluororaethylphenyl)-2,5-dimethyl-lH-pyrrole-3-carboxaldehyde, 
l-( 4 -fluoro-2- ( trif luoromethyl) phenyl] -2, 5-diBethyl-lH-py r role -3- 
carboxylic acid, and l-[4-fluoro-2- (trif luoronethyl) phenyl) -2, 5-diaethyl- 
lH-pyrrole-3-carbonyl chloride and finally asdde fomation vith 
sulfanilamide. 
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OOCUKENT NUMBER: 144:350539 

TITLE: Preparation of pyrrolecarboxamide derivatives as 

raineralocorticoid receptor antagonists for use against 

cancer and other disorders 
INVENTORfS): Canne Bannen, Lynne; Chen, Jeff; Dalrymple, Lisa 

Esther; Flatt, Brenton T.i Forsyth, Timothy Patrick; 

Gu, Xiao-Hui Mac, Morrison B.; Mann. Larry V. i Mann, 

Grace; Martin, Richard; Mohan, Ra)u; Murphy, Brett; 

Hynan. Michael Charles; Stevens. Villiaa C. Jr.; 

Vang, Tie-Li ni Vonq, Yong; VU, Jason H. 
PATENT ASSIGNEE (S): Exelixis. Inc., USA 
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SOURCEIS): MARPAT 144:350539 

880775-19-9P, 2, S-Dimethyl-l- (2-trif luoronethylphenyl) -IH-pyrrole- 
3-carboxylic acid N- (biphenyl-2-yl) amide 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of pyrrolecarboxamide derivs. as 
raineralocorticoid receptor antagonists for use against cancer ami other 
disorders) 
880775-19-9 HCAPLUS 

lH-Pyrrole-3-carboxaiiiide. N-Jl. I'-biphenylJ -2-yl-2, S-diraethyl-l- £2- 
(trifluoronlechyl)phenyl] - (9CI) (CA INDEX NAME) 
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The title conqpds. I [R - H, SAC,, Ar, etc.; SAC - (sinple alkyl chain - CI 
- C9 hydrocarbon); Rl - SAC, Ar, SAC-Ar, etc.; B - H, SAC, SAC-Ar, etc.; 
R2 - SAC, Ac, SAC-Ac, etc.; further details on R and Rl are given; X - 
C0CH20R11, C0CH2W, etc.; Rll - SAC. Ar, SAC-Ar, etc.; tf - F, CI, Br. 
etc.], salts, esters, stereoisomers, etc.. thereof are claimed. I are 
useful in the prevention and treatment of inflammation, apoptosis, etc. 
Thus, (35) -3- [ [ t3-benzoyl-5-ethyl-4 , S-dihydro-S-isoxazolyl) carbonyl] aadno] - 
5-( (2,6-dichlorobenzoyl)oxy] -4-oxopentanoic acid vas prepared in a nultistep 
process starting from phenylglyoxal and hydroxylaaine hydrochloride. The 
caspase-inhibiting activities of compds. of this invention were 
demonstrated. 

2006:295934 HCAPLUS 
144:350690 

Preparation of dicarbonylaminoisoxazoline derivatives 
as caspase inhibitors 

Chang, Hye-Kyung; Oh, Yeong-Soo; Park, Cheol-Von; 
Jang, Yong-Jin; Xira, Sung-Sub; Kin, Min-Jung; Park, 
Mi-Jeong; Pack, Jung-Gyu; Park. Tae-Xyo; Hin, 
Xyeong-Sik; Lee, Tae-Soo; Lee, Sun-Hva 
LG Life Sciences Ltd., S. Korea 
PCT Int. Appl., 43 pp. 
CODEN: PIXXD2 
Patent 
English 
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(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(prepn. of dicarbonylaminoisoxazoline derivs. as caspase inhibitors) 
RN 891182-81-6 HCAPLUS 

CN Pentanoic acid, 3- [ ( (3- [ ( [1. 1 ' -biphenyl] -2-ylamino) carbonyl] -5-ethyl-4, 5- 
dihydco-5-isoxazolyl] carbonyl] amino] -4-oxo-5- (2, 3, 5, 6-tetrafluorophenoxy) - 
, (3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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A 20040924 





8811B2-B2-7 HCAPLUS 

Pentanoic acid, 3- ( [ [3- I ( (1, 1 ' -biphenyl] -2-ylainino) carbonyl] -5-ethyl-4, 5- 
dihydro-S-isoxazolyl] carbonyl] amino] -5-fluoro-4-oxo- (9CI) (CA INDEX 
NAME) 



FCB2- C- CH- NH- C 
H02C-CH2 



B91182-83-8 HCAPLUS 

Pentanoic acid, 3-( I t5-ethyl-4,5-dihydro-3-[ [ (2' -methylCl. I'-biphenyl] -2- 
yl) amino] carbonyl] -S-isoxazolyl] carbonyl] amino] -5-f 1uoco-4-oko- (9CI) (CA 
INDEX NAME) 
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RL: RCT (Reactant) i SPN (Synthetic preparation) i PREP (Preparation) t MCT 
(Reactant or reagent) 

(preparation of dicarbonylaainoisoxazoline derivs. as caspase inhibitors) 
RN 881183-06-8 HCAPLUS 

CN S-Isoxazolecarboxylic acid, 3-{ ( [1. 1* -biphenyll -2-yXaiiiino) carbonyl) -5- 
eChyl-4,5-dihydro-, ethyl ester (9CI) (CA INDEX NAME) 



or -^c-NH— »^ 
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CN Pentanoic acid, 3- { ( [ 3-[ ( [1, 1' -biphenyl] -2-ylafflino)carbonyl] >S-ethyl<4,5- 
dihydro-S-isoxazolyl] carbonyl] anino] -4-oxo-5- (2,3,5, 6-tetraf luorophenoxy) - 
, 1,1-diiMthylethyl ester, (3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CN 5-IsoxazolecarboxyIic acid, 5-ethyl-4,5-dihydro-3-[[ (2*-laethyl{l,l■- 
biphenyl) -2-yl) amino] carbonyl] -, ethyl ester (9CI) (CA INDEX NAME) 




RN 881183-09-1 HCAPLUS 

CN Pentanoic acid, 3-lt(5-ethyl-4,5-dihydro-3-[I (2*-methyl(l, l'-biphenyIJ-2- 
yl) amino] carbonyl] -5-isoxazolyl] carbonyl] amino] -S-f luoro-4-oxo-, 
1,1 'dime thylethyl ester (9CI) (CA INDEX NAME) 
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Synergistic fungicidal conpns. comprise spiroxamine, a known azole 
fungicide, such as prothioconazole, and a known carboxamide derivative 

fungicide. 

2006:273896 HCAPLUS 
144: 306857 

Synergistic fungicidal compositions coiqirising 
spiroxamine, an azole and a carboxamide derivative 
Oahmen, Peter; tfachendorf f-^Neumann, Ulrikei Dunkel, 
Ralf 

Bayer Cropscience A.-G., Germany 
Ger. Of fen., 29 pp. 
CODEN: GWXXBX 
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RN 879882-98-1 HCAPLUS 

CN 5-Thiazolecarboxaraide, N- (4 ' -chloro-3 ' -f luoro [1,1* -biphenyl J -2-yl) -4 - 

(difluoromethyl)-2-inethyl-, mixt. with 2-(2- (1-chlorocyclopropyl) -3-(2- 
chlorophenyl)-2-hydroxypropyl)-l,2-dihydro-3H-l, 2, 4-triazole-3-thione and 
8- (1, l-dLmethylethyl) -N-ethyl-H-prapyl-l,4-dioxaspiro(4 .5]decane-2- 
methanaraine (9CI) (CA INDEX NAME) 



CM 



1 



CRN 577954-96-2 

CMF CIB H12 CI F3 N2 0 S 
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S-Thiazolecarboxamide, N- (4 ' -chloro-3' -f luoiro(l, 1' -taiphenyl] -2-yl) -4- 
(dif luororaethyl) -2-niethyl-, inixt. with a- (2- (4-chiorophenyl) ethyl) - 
a- (1, l-dimethylethyl) -lH-1, 2,4-triazole-l-ethanol and 
8- (1, 1-dimethylethyl) -N-ethyl-N-propyl-1, 4-dioxaspiro[4.5]decane-2- 
Rmtha^anina (9CI) (CA INDEX NAME) 
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a- (1, l-dimethylethyl) -IH-l, 2,4-triazole-l-ethanol and 
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nethanamine (9CI) <CA INDEX NAME) 



CRN S77954-96-2 

CMF C18 H12 CI F3 N2 0 S 




CRN 118134-30-8 
CMF CI 8 H35 N 02 



CH2-N-Pr-n 



CRN 55179-31-2 
CMF C20 H23 N3 02 



CH-Bu-C 



RN 879883-01-9 HCAPLUS 

CN S-Thiazolecarboxaoide, N- (4*-chloro-3* -fluoro[l, 1' -blphenyl] -2-yl) -4- 
(difluaroaethyl) -2-nethyl-. mixt. with p- (4-chloeophenoxy) -et- 
(1, 1-dimethylethyl) -lH-1, 2.4-triaioie-l-ethanoX and 8- (1, 1-dinethylethyl) - 
N-ethyl-N-propyl-l,4-dioxa3pirot4.51decane-2-«BthanaBine (9CI) (CA INDEX 
NAME) 
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CM 1 

CRN 577954-96-2 

CMF C18 H12 CI F3 N2 0 S 




CRN 118134-30-8 
CMF C18 H35 N 02 



CH2-N-Pc-n 



CRN 55219-65-3 

CMF C14 H18 CI N3 02 



RN 879883-02-0 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (4 ' -chloro-3' -f luoro[ 1, 1' -blphenyl] -2-yl) -4- 

(difluoromethyl) -2-nethyl-, mixt. with 3- (2, 4-dichlocophBnyl) -6-f luoco-2- 
(lH-1, 2. 4-triazol-l-yl) -4 (3H) -qui nazoli none and 8- (1, l-dimethylethyl) -N- 
•thyl-N-propyl-l,4-dioxB9piro[4.5]decane-2-Bethanamine (9CI) (CA INDEX 
NAME) 



CM 



1 
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CRN 5779S4-96-2 

CHF CIS mZ CI F3 N2 O S 




CRN 136426-54-5 

CMF C16 HB C12 F N5 0 



ANSWER 5 OF 38 HCAPLUS COPYRIGHT 2006 KZ5 on STN (Continued) 

577954- 96-2D, BiiHta. with spiroxaoine and azoles 

577955- 06-70, cuKts. with spiroxaoine and azoles 
879882-81-20, oixts. with spiroxaain* and azoles 

RL: AGR (Agricultural use)> BIOL (Biological study); USES (Uses) 

(synergistic fungicide cocpns.) 
577794-43-5 HCAPLUS 

5-ThiazolecarboxaGdde, N- (4 ' -chloro-3' -f luoro[l, 1* -biphenylj -2-yl) -2- 
B«thyI-4-(trifluoroaethyl)- (9CI) (CA INDEX NAME) 




577954-87-1 HCAPLUS 

5-Thiazolecarboxaaide, N- {4 ' -broao[l, 1' -biphenyl) -2-yl) -4- (dif luoromethyl) - 
2-Dethyl- (9CI1 (CA INDEX NAME) 



*-..^^*^^CHF2 



CRN 118134-30-B 
CHF C18 H35 N 02 



577954-88-2 HCAPLUS 

5-Thiazolecacboxamide, 4- (dif luoromethyl) -2-methyl-N-(4'- 
(trifluoronethyl) [1.1' -biphenyl] -2-yl]- (9CI) (CA INDEX NAME) 



IT 577794-43-50. mlxts. with spiroxamlne and azoles 
577954-87-10, adxts. with spiroxandne and azoles 
577954-BS-20, mixta, with spiroxaodne and azoles 
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e-,^^*^^CHF2 
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Me,^*'v^CHF2 



RN S779S4-96-2 HCAPLUS 

CN S-Thiazolecacboxamide, N- (4*-chloro-3'-fluoro[l. 1' -biphenyl] -2-yl) -4- 
(dif luoromethyl) -2-nethyl- (9CI) (CA INDBC NAHE) 




RN 577955-06-7 HCAPLUS 

CN 5-Thiazolecarboxamide. N- (4 • -chloro( 1, 1 ' -biphenyl] -2-yl) -4- 
(dif luoromethyl) -2-Bethyl- (9CI) (CA INOEX NAME) 



i^|^CHF2 



RN 879882-81-2 HCAPLUS 

CN 5-Thiazolecarboaianide. 4- (dif luoromethyl) -N- (4 ' -iodo( 1, 1 ' -biphenyl] -2-yl) - 
2-aethyl- (9CI) (CA INOEX NAME) 
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L20 ANSVCB 6 OF 3S HCAPLUS OOPYRKaiT 2006 ACS On STN 
ED Entered STN: 02 Kar 2006 




Title compds. I (Rl - H, halo, amino, etc.; R2 - halo, alkyl, haloalkyl, 
etc.; R3 - H, allcyi, alkylaulfinyl, etc.; R4 - (R4')inf R4' - halo, alkyl, 
alkoxy, etc.; m - 1-2; R5 " halo, CM, N02. etc.] were prepared For exan^le, 
coupling of aniline II and 2-methyl-4-trif luoronethylthiazole-5-carbonyl 
chloride afforded thiazolcarboxamide III in 661 yield. In podosphaera 
apple protection assays, coapds. I at 100 9/ha exhibited 1001 protection 
after lO-days. 

2006: 190966 HCAPLUS 
144:254121 

Preparation of biphenylthiazolcarboxamides as 
agrochenical fungicides 

Dunkel, Ralfi Elbe, Hans-Ludwig; Greul, Joerg Nico; 
Hartnann, Benoit; Gayer, Herbert} Seitz, Thoaasi 
tfachendocff-Neunann, Ulriker Oahnen, Peteri Kuck, 
Karl-Heinz 

Bayer Cropscience A.-G., Ceraany 
Ger. Of fen., 34 pp. 
CODEN: GVXXBX 
Patent 
Gernan 



ACCESSION NUMBER: 
DOCUMENT NUMBER; 
TITLE: 



PATENT ASSIGNEE (S): 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 
FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



L20 ANSVER 6 OF 38 HCAPLUS 

DE 102004 04 1S32 AI 

VO 20060243B9 A2 

VO 2006024389 A3 

V: AE, AG, AL, AM, AT 

CN. CO. CR, CU, C2 

GE, GH, GM, HR, HU, ID, 

LC, LK, LR, LS, LT, LU 

NG, Nl, NO, NZ, CN, PG 

SL, SM, SY, TJ, TM, TN 



CXIPYRIGHT 2006 ACS on STN (Continued) 
20060302 OE 2004-102004041532 20040B27 



VO 2005-EP6B39 



20060309 
20060518 

AU, AZ. BA, BE, EG, BR, BV, 

DE, OK, DM, DZ, EC, EE, EG, 

IN, IS, JP. KE, KG, 

MA, MO. MG, MK, MN, 

PL, PT, RO, RU. SC, 

TT, TZ, UA, UG, US, 



20050013 

BY, B2, CA, CH, 

ES, FI, GB, GD, 

KM, KP, KR, KZ, 

MV, MX, MZ, NA, 

SD, SE, SG, SK, 

UZ, VC, VN, YU. 



ZA, ZM, ZV 



RW: AT, BE, BG, CH, CY, C2, DE, DK, EE, ES, FI, FR, 



SE, 



GB, GR, 
SK, TR, 



HU, IE, 
BF. BJ, 



PL. F 

GV, HL. MR. NE. SN, TD, TG, BV, GH, 
SL, SZ, TZ, UG, ZH, ZV. AH. AZ, BY, 

DE 2004 -102004 04 1532A 20040S27 



IS. IT. LT, LU. LV. HC. 
CP, CG. CI. CH. GA. GN, GQ, 
GH, KE, L5, KV. MZ. NA, SO, 

KG, KZ, MD, RU, TJ. TM 
PRIORITY APPUJ. INFO.: 

OTHER SOURCE (S): MARPAT 14 4:254121 

IT 877176-27-7? B77176-28-8P 877176-29-9P 

877176-30-2P 877176-31-3P 877176-32-4? 

877176-33-SP 877176-34-6P 877176-35-7P 

877176-36-8P 877176-37-9P 877n6-3B-0P 

877176-39-lP B77176-40-4P 877176-41-5? 

877176-42-6P 977176-43-7P 877176-44-8P 

877176-4S-9P fl77176-46-0P 877176-47-lP 

877176-48-2P 877176-49-3P 877176-50-6? 

877176-51-7P 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); SPN 
(Synthetic preparation); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of biphenylthiazolcarboxanides as agrochem. fungicide) 
RN 877176-27-7 HCAPLUS 

CN 5-Thiazolecarboxamide, N-(4-chloro-4'-fluoro(l,l'-biphenyl]-2-yl)-2-Bethyl 
4-(trifiuoroinethyl)- (SCI) (CA INDEX NAME) 




877176-28-8 HCAPLUS 

S-ThiazolecarbOKamide, N- (4-chloro-4 ' -niethyl{l, 1* -biphenyl] -2-yl) -2-nethyl 
4-{trifluoroiaethyl)- (9CI) (CA INDEX NAME) 
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c=o 

I 



RN 877176>29-9 HCAPLUS 

CN 5-Thiazolecarboxamide, N-[4-chloro-4' - (methylthio) (1, 1'-biphenyl] -2-yl] -2- 
methyl-4-(trifluorooethyl)- (9CI) (CA INDEX NAME) 



irrrrii 



RN 877176-30-2 HCAPLUS 

CN 5-Thiazolecarboxaiaide, N-I4-chloro-3'- (trif luoronethyl) [ 1 , 1 ' -biphenyl] -2- 
yl]-2-inethyi-4-(trifluororaethyl)- (9CI) (CA INDEX NAME) 




RN 877176-31-3 HCAPLUS 

CN S-ThiazolecarbOKaaddc, N-[3'- (acetylamino) -4-chloro(l. 1' -biphenyl) -2-yl] -2- 
fflethyl-4-(trinuoroaethyl)- (9CI) (CA INDEX NAME) 



L20 ANSVER 6 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN 
-.CF3 




RN 877176-32-4 HCAPLUS 

CN S-Thiazolecarboxanide. N-[4-chloro-2'- (trif luoronethyl) [1, 1' -biphenyl] -2- 
yl]-2-methyl-4-( trif luoronethyl)- (9CI) (CA INDEX NAME) 



C=:0 
I 




^ 

CF3 



RN 877176-33-5 HCAPLUS 

CN 5-Thiazolecarboxamide, N-[4-chloro-4'- (trif luoronethyl) (1, 1 ' -biphenyl] -2- 
yl}-2-nethyl-4- (trif luoronethyl)- (9CI) (CA INDEX NAME) 



M 877176-34-6 HCAPLUS 

CN S-Thiazolecarboitaodde, N- (4-chloro-3*-nethoHy|l,l'-biphenylJ-2-yl)-2- 
methy 1-4- (trif luoronethyl)- (9CI) (CA INDEX MAKE) 
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RN 877176-35-7 HCAPLUS 

CM S-Thiazolecarbcxamide, N- (4-chloro-3* -ethoxy[l, I'-biphenyl] -2-yl) -2-Bethyl- 
^-(trifluoromethyl)- (SCI) (CA INDEX HME) 




m 877176-36-8 HCAPLUS 

CN &-Thiazolecarboxamide, N- [3' - (acetylamino) -&-nethoxy[l, 1* -biphenyl] -2-yl)- 
2-Bethyl-4-(trifluoromathyl)- (9CI) (CA INOBC NAME) 



c=o 

I 



NH 




NHAC 



RN 877176-37-9 HCAPLUS 

CN 5-Thiazolecarboxamide, N-(5-fluoro-4' - (trifluoromethoxy) [1, 1' -biphenyl] -2- 



L20 ANSVER 6 OF 3B HCAPLUS COPYRIGHT 2O06 ACS on STN (Continued) 
yl]-2-Bethyl-4-(trifiuoroaethyl)- (9CI) (CA INDEX NAME) 




0-CF3 



m 977176-38-0 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (5-iaethojry-2' -n>othyl{ 1, 1 ' -biphenyl] -2-yl) -2- 
iBethyl-l-(ccifluocoaethyl>- (9CI) (CA INDEX NAME) 




RN 877176-39-1 HCAPLUS 

CN S-Thiazolecarboxandde, N- (4* ,5-dimethyl{l, 1 * -biphenyl) -2-yl) -2-nethyl-4 
(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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RN 877176-40-4 HCAPLUS 

CN 5-Thiazolecarboxanide. 2-oethyl-N-(4*-Betbyl-5- (l-nethylethyl) [1, 1' 
biphenyl] -2-yl) -4 -(trifluorooethyl)- (9CI) (CA INDEX NAME) 




RN 877176-41-5 HCAPLUS 

CN 5-Thiazolecarboxamide, 2-BWthyl-H- ( 4 ' -ntt thyl-5- ( t rl f luoromethyl) [1,1' 
biphenyl] -2-yl] -4- (trifluoromethyl) - {9CI) (CA INDB{ NAME) 




RN 877176-42-6 HCAPLUS 

CN 5-ThiazoIecarboxaniide, N- (2 \ 5-dimethaxy(l, 1' -biphenyl) -2-yl) -2-methyl-4- 
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(trifluoromethyl)- (9CI) (CA INDEX NAME) 




RN 877176-43-7 HCAPLUS 

CN 5-Thiazolecarboxamide, N-(5-Biethoxy-2'- (tcifiuocoaethyl) [1, 1 ' -biphenyl] 
yl]-2-meChyl-4- (trifluoromethyl)- (9CI) (CA INDEX NAME) 




RN 877176-44-8 HCAPLUS 

CN 5-Thiazolecarboxaraide, N- (3' -ethoxy-5-nethoxy[l, 1 ' -biphenyl] -2-yl) -2- 
nethyl-4-(trifluoroBethyl)- (9CI) (CA INDEX NAME) 




OHe 

RN 877176-45-9 HCAPLUS 
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CN S-Thiazolecarboxaiaide, M- (3*-acetyl-S-Bethoxy(l, 1* -biph«nyl] -2-yl) -2- 
mechyl-4-(trifluoroo«thyl)- <9CI) (CA INDEX NAME) 




RN 877176-46-0 HCAPLUS 

CN S-Thiazolecarbaxaaidt, N- (2' -chloro-S-Becho»yil, 1' -biphenyl] -2-yl) -2- 
Bethyl-4-(trifluoroa«thyl)- (9CI) (CA INDEX NAME) 




RN 877176-47-1 HCAPLUS 

CN S-Thiazolecarboxaniide. N-(5-methoxy-3'-nitro[l, l'-biphenyll-2-yl) -2-Biethyl- 
4-(trifluoroiD«chyl)- (9CI) (CA INDEX NAME) 



L20 ANSWER 6 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN tContinuad) 




RN 877176-48-2 HCAPLUS 

CN S-Thiazolecarboxamide, N- (4 * -broBO-S-nechoxy(l, 1 * -biph«nyl] -2-yl) -2-nethyl- 
4-(trifluoromthyl)- (9CI) (CA INDEX NAME) 




RN 877176-49-3 HCAPLUS 

CN S-Thlazolecarboxamide, N- (4 ' -ehloro-5-nethoxy ( 1, 1 * -blphttnyl) -2-yl) -2- 
Bethyl-4-(trlfluoranethyl)- (SCI) (CA INDEX NAME) 




L20 AMSVER 6 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 877176-50-6 HCAPLUS 

CN &-Thi azolecarboxaiu.de, N- (5-aethoxy-4'-nethylll, 1* -biphenyl] -2-yl) -2- 
n«thyl-4-(trlfluoronethyl)- (9CI) (CA INDEX NAME) 



L20 ANSWER 7 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN 

ED Entered STN: 02 Mar 2006 

GI 




RN 877176-51-7 HCAPLUS 

CN 5-Thiazolecarboxanide, N- (5-methoxy-3* -methyl [1, 1* -biphenyl] -2-yl) -2- 
nethyl-4-(trifluoroinethyl)- (9CI) (CA INDEX NAME) 





CI " 



Title cooqpds. I [Rl - H, halo, amino, etc.: R2 - halo, alkyl, haloalkyl, 
etc.; R3 - H, alkyl, alkylaulfinyl, etc.; R4 - halo, alkyl, alkoxy, etc.; 
R5 - (R5')ni R5' - halo, CN, N02, etc.; n - 2-5| were prepared For example 
coupling of aniline II and 2-nethyl-4- trif luoromethylthiazole-5-carboxylic 
acid afforded thiazolcarboxaiu.de III in 73t yield. In podosphaera apple 
protection assays, 9-exan^le9 of cofflpda. I at 100 g/ha exhibited 1001 
protection after 10-days. 



ACCESSION NUMBER: 
OOCWENT NUMBER: 
TITLE: 



PATENT ASSIGNEE(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2006:190956 HCAPLUS 
144:274263 

Preparation of biphenyl thiazolcarboxamides as 
agrochemical fungicides 

Dunkel, Ralf; Elbe, Hans-Ludvig; Greul, Joerg Nicoi 
Hartoann, Benoit; Gayer, Herbert; Seitz. Thomas: 
Vachendorf f-Neumann, Ulrike; Dahaen, Peter; Kuck, 
Kari-Heinz 

Bayer Cropscience A.-G., Gernany 

Ger. Of fen., SI pp. 

CODEN: 6WXXBX 

Patent 

German 

1 



PATENT NO. 



DE 102004041530 
WO 2006024387 
WO 2006024387 



Al 
A2 
A3 



20060302 
20060309 
20060511 



APPLICATION NO. 



DE 2004-102004041530 
VO 2005 -EPS 8 37 



20040827 
20050813 



W: AE. AG, AL, AM. AT. AU, AZ. BA, BB, BG, BR. BW. BY, BZ, CA, CH. 
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CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


OZ. 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


KU, 


ID, 


IL, 


IN, 


IS, 


JP. 


KE, 


KG. 


KM, 


KP, 


KR. 


KZ, 


vc. 


LX, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD. 


MG, 


MX. 


VDi. 


MV, 


MX. 


MZ. 


NA, 


KG. 


NI, 


NO, 


NZ, 


CM, 


PC, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC. 


SD, 


SE, 


SG, 


SK, 


SL, 


SM, 


SY, 


TJ, 


TM, 


TN. 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ. 


vc. 


VN, 


YU. 


ZA, 


2M, 


zv 




























: AT, 


BE, 


BG, 


CH, 


CY. 


CZ, 


DE, 


DK. 


EE. 


ES, 


FX, 


FR. 


GB, 


GR. 


HU, 
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IS, 


IT, 


LT, 


LU, 


LV, 


HC, 


NL, 


PL, 


PT. 


RO. 


S£, 


SI. 


SK. 


TR. 
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BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GV, 


ML. 


MR, 


HE. 


SN. 


TD, 


TG, 


BV. 


GH, 


GM, 


KE, 


LS, 


MV, 


HZ, 


NA, 


SD, 


SL. 


sz. 


TZ, 


UG. 


ZH. 


ZV, 


AH. 


AZ. 


BY. 


KG, 


XZ, 


MD, 


m. 


TJ. 


TM 























PRIORITY APPLN. INFO. : DE 2004-10200404 1S30A 20040827 

OTHER SOURCE (S): KARPAT 144:274263 

IT 577794-44-6P 877168-81-5P 87716fl-82-6P 

97716B-B3-7P 877168-84-8? 87716B-85-9P 
B7716B-S6-0P 977168-87-lP 877168-88-2P 
97716B-89-3P 877168-90-6P 877168-91-7? 
97716B-92-9P 877168-93-9P B7716B-94-0P 
. 97716B-95-1P 877168-96-2P B7716B-97-3P 
97716B-98-4P 877168-99-5P B77169-00-1P 
977169-01-2P 877169-02-3P B77169-03-4P 

RL: AGR (Agricultural use); BSU (Biological study, unclassified)! SPN 
(Synthetic preparation) } BIOL (Biological study); PREP (Preparation): USES 
(Uses) 

(preparation of biphenylthiazolcarboxamides as agrochem. fungicides) 
RN 577794-44-6 HCAPLUS 

CN S-ThiazolecarboKamide, N- (3* , 4 * -dichloro[l, l»-biphenyl] -2-yl) -2-raothyl-4- 
(trifluoromethyl)- (9CI) (CA INDEX NAME) 




Cl 



RN 877168-81-S HCAPLUS 

CN 5-Thiazolecarbaxamide, N-[5-chloro-2- (2-naphthalenyl) phenyl] -2-nethyl-4- 
(trifluoromethyl)- (9CI) (CA INDEX NAME) 



L20 AN5VER 7 OP 38 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN B77168-82-6 HCAPLUS 

CH 5-Thiazolecarboxaaide, H-(4-chloro-3*,4'-difluoroIl, l■-biphe^yll-2-yl>-^- 
Bethyl-4- (trifluoromethyl) - (9CI) (CA INDEX NAME) 




F 



RN 877168-93-7 HCAPLUS 

CN 5-Thiazolecarboxamidc, N- (4-chioro-3' , 5* -dimethyl { 1, 1' -biphenyl) -2-yl) -2- 
methyl-4- (trifluoronethyl)- (9CI) (CA INDEX NAME) 



Me. 




RN 877168-84-8 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (3* , 4' -dichloro-S-nethoxyCl. l*-biphenyl] -2-yl) -2- 
Bethyl-4- (trifluoronethyl) > (9CI) ' (CA INDEX NAME) 
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RN 877169-85-9 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (3* , 4 ' -dif luoro-5-methoxy [1, 1 ' -biphenyl] -2-yl) -2- 
methyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 




RN 877168-86-0 HCAPLUS 

CN S-Thiazolecarbojtamide. N- (2' , 4' -dif luoro-5-methoKy[l, I'-biphenyl] -2-yl) -2- 
methyl-4- (trifluoronethyl)- (9CI) (CA INDEX NAME) 



I 

NH 




RN 877168-87-1 HCAPLUS 

CN S-Thiazolecarboxaaide, N- (2' , 5' -dichloro-S-Mthoxy(l. 1' -biphenyl] -2-yl) -2- 
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Bethyl-4-(trinuoromethyl)- (9CI) (CA INDEX NAME) 




RN 877168-88-2 HCAPLUS 

CH S-Thiazolecarboxamide. N-[S-methoxy-3',5'-bis(trifluoromethyl) [1,1*- 
biphenyl]-2-yl]-2-nethyl-4-(trifluororaethyl)- (9CI) (CA INDEX NAME) 




RN 877168-89-3 HCAPLUS 

CN 5-Thiazolecarboxanide, N- (3 ' , 5' -dichloro-S-methoxyl I, 1 ' -biphenyl] -2-yl) -2- 
methyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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RN 877168-90-6 HCAPLUS 

CN S-Thiazol«carbaxanide, N- (3* . 4 ' -dichloro-5-f luorofl. 1 * -biphenyl] -2'yl) -2- 
nethyl-4-Urifluoroasthyl>- (9CI) (CA INDEX NAME) 




c=o 

I 



NH 



CI 
CI 
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CI 



CI 



RN B77168-93-9 HCAPLUS 

CN B-Thiazolecarboxanide, N- (3* , 4 ' -dichloro-3-f luoro(l, 1* -biphenyl] -2-yl) -2 
iBethyl-4-(trifluoroaethyl)- {9CI) (CA INDEX NAME) 




RN 877168-91-7 HCAPLUS 

CN 5-Thiazolecarboxanide, N- (3' , I ' -dichloro-5-f luoro( I, 1 ' -biphsnyl) -2-yl) -4- 
(difluoronethyl)-2-nethyI- (9CI) (CA INDEX NAHE) 




RN 877169-92-8 HCAPLUS 

CN S-Thiazolecarboxamide, N- (3* , 4 * -dichloro-3-f luoro[l, 1 ' -biphenyl] -2-yl) -4- 
(difluoromethyl)-2-nethyI- t9Cl) (CA INDEX NAHE) 




RN 877168-94-0 HCAPLUS 

CN S-Thiazolecarboxamide, N- (4 ' -chloro-3, 3* -dif luoroCL 1 ' -biphenyl] -2-yl) -2 
methyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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RN 877168-95-1 HCAPLUS 

CN 5-ThiazolecarbOKamide, N- (4 •-chloro-3, 3' -dif luoco[l. 1' -biphenyl] -2-yl) -4- 
(dif luoconethyl) -2-methyl- (9CI) (CA INDEX NAME) 




RN 877168-96-2 HCAPLUS 

CN 5-Thia2olecacboxamide, N- (4 ' -chlaro-3 ' , 5-dif luoro[ 1, 1 * -biphenyl] -2-yl) -4- 
(difluocomethyl) -2-methyl- (9CI) (CA INDEX NAME) 



C=0 

I 
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RN 877168-98-4 HCAPLUS 

CN 5-Thiazolecarboxamide. N- (3* -chloco-2' ,5-difluoro(l, 1* -biphenyl] -2-yl) -4 
(difluoroniethyl)-2-Biethyl- (SCI) (CA INDEX NAME) 




RN B77168-99-S HCAPLUS 

CN 5-Thiazolecarboxamide, N- (4' -chloto-S-fluoro-3' -Bethyl[l,l' -biphenyl] -2- 
yl)-2-fflethyl-4-(triCluorOfflethyl)- (9CI) (CA INDEX NAME) 



RN 877168-97-3 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (4 ' -chloro-3* , 5-dif luocoll, 1 * -biphenyl] -2-yl) -2- 
nethyl-4-(trifluororaethyl)- (9CI) (CA INDEX NAHE) 




RN 877169-00-1 HCAPLUS 

CN S-ThiazolecarboMinide, H- (4' -chloco-5-fluoro-3' -nethyld, 1* -biphenyl] -2 
yl)-4-(difluoro«ethyl)-2-iBethyl- (9CI) (CA INDEX NAME) 
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RN 877169-03-4 HCAPLUS 

CH S-TKiazolecarboxanide, N- (3* . 4'-dichloro-5-f luoro[l, 1' -biphenylJ-2-yl) -2- 
(diD*thylaaino)-4-(trifluoroi3ethyl)- (9CI) (OA INDEX NAHE) 



RN S77169-01-2 HCAPLUS 

CN 5-ThiazolecarbaxaBide, 2- (dimethylanino) -N- (2* . 4, 4 ' -trichloro[ 1, 1 * 
biphenyl]-2-yl)-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 





RN 877169<02'-3 HCAPLUS 

CN 5-Thiazol«carboxamide, N- (4 ' -chloro-5-f luoro-3' -methyl [1, 1' -biphenyl} -Z- 
yl)-2*(dinethylanino)-4-(trifluorQmethyl)' (9CI) (CA INDEX NAME) 




C=0 
NH 



CI 

F Me 
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The title fungicide inixts. contain 5-chloro-7- (4-methylpiperidin-l-yl) -6- 
(2, 4, 6-trif luorophenyl) - [ 1, 2,4} triazolo{ 1 . 5-a] pyrimidine and a biphenyl 
amide I [A - (un) substituted oxathiin or 5-raembered heteroaryli Rl - H, 
alkyl, alJcylcacbonyl or a carbonyl bonded group A; Ra, Rb - halo, cyano, 
allcyl, halogenalkyl, alkoxycarbonyl. alkoxy, halogenalkoxy, alkylthio, 
allcylcarbonyl. fornyl or, alkylene- or alWenylene which connects two 
adjacent carbon atomst m > 0, 1, 2, 3, 4 or S. n - 0, 1 or 2]. 
2005:1242397 HCAPLUS 
143:473904 

Synergistic fungicide mixtures comprising a 
triazolopyrinidine and biphenyl amide derivatives 
Torroo i Blasco, Jordi; Grote, Thomas; Scherer, Maria; 
Stierl, Reinhard; Strathmann, Siegfried; Schoefl, 
Ulrich; Gevehr, Narkus 
BASF Aktiengesellschaft, Germany 
PCr Int. Appl., 23 pp. 
COOBN: PIXXD2 
Patent 
Gernan 
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(synergistic fungicide ndxt.) 
869731-28-2 HCAPLUS 

5-Thiazolecarboxamide, N- (3' -chloro-4 * -f luoro[l, 1 ' -biphenyl] '2-yl) -2- 
methyl-4- (trifluoromethyl) -, nixt. with 5-chloro-7- (4-inethyl-l- 
piperidinyl) -6- (2, 4, 6-trif luorophenyl) (1, 2, 4] triazolo[l,5-a]pyrinidin< 
(9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMF 



577794-3S-5 

CIB Hll CI F4 N2 O S 




CRN 214706-53-3 

CHF C17 HI 5 CI F3 N5 




869731-29-3 HCAPLUS 

5-Thiazolecarbaxamide, N- (3 ' . 4 ' -dif luoro(l , 1 ' -biphenyl] -2-yl) ■>2-Bethyl-4- 
(trifluoronethyl)-, mixt. vith 5-chloro-7- (4-nethyl-l-piperidinyl)-6- 
(^,4, 6-trifluorophenyl) (1, 2,4] triazolo{l, 5-a|pyriiudine (9CI) (CA INDEX 
NAME) 

CM 1 
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CMF 



577794-39-9 

CIS Hll F5 N2 O S 
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RN 869731-30-6 HCAPLUS 

CM S-Thiazolecarboxanide, N- (3' , 4 * -dichloco(l, 1* -biphenyl] -2-yl) -2-methyl-4- 
(trifluoronethyl)-, mixt. with S-chloco-7- (4-aethyl-l-piperidinyl) '6- 
(2,4,6-trifluorophenyl)(l,2,4]triazolQ[l.S-a]pyrinidine (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 577794-4 4-6 

CMF C18 Hll C12 F3 N2 0 S 
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AB Title eoBpds. I (Rl, R2 > independently OH and F-substituted/cyclo/alkoxy, 
2, 2-dif luoroethoxy, etc.r R1-R2 - alkylenedioxy; R3, R31 - independently 
H, alkyl; R4 - H, alkyl. 0R41j R5 >• ORSli R41, R51 - independently H. 
al)coxy/hydroxy/F-substituted/allcyl, allcylcarbonyl; Har - (un) substituted 
5-10 membered monocyclyl or fused bicyclyl unsatd. or partially saturated 
heteroaryl comprising 1-4 heteroatoms selected from O, N. St their salts, 
N-oxides, and salts of N-oxidesJ were prepared as effective PDE4 inhibitors 
for treating respiratory diseases. Thus, coupling of 2,6- 
dimethoxynicotinic acid vith aoine (IRS, 3RS, 4RS) -II (general preparation 

given, 

no data for its intermediates), cyclization, and saponification gave 
phenanthridine (IRS, 3RS, 4RS) -III . Selected I inhibited P0E4 with -log 
IC50 values in the range of 6.91 to 9.4 mol/1. 
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(InterBediatei preparation of hydroxy-6-heteroarylphenanthridlne9 as PDE4 
inhibitors) 
RN 864741-06-0 HCAPLUS 
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CN 4-Thiazolecarboxainide, N-[ (1R,2R,4R) -4- (acetyloxy) -2- (3-ethoxy-4- 

Bethoxyphenyl)cyclohexyI]-2-(3-pyridinyl)-, rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




... O'^c 



RN 864741-07-1 HCAPLUS 

CN S-Isoxazolecarboxamide, N- ( (IR, 2R. 4R) -4- (acetyloxy) -2- (3>ethoxy-4- 
nethoxyphenyDcyclohexyl)-, rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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AB Synergistic fungicidal co^inations comprise a carboxamide derivative I [Rl 
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849674-33-5 849674-35-7 849674-38-0 

849674-62-0 8<9674-69-7 

RL: AGR (Agricultural use): BIOL (Biological study); USES (Uses) 
(synergistic fungicidal coabination) 
RN 577954-87-1 HCAPUIS 

CN 5-ThiazolecarboxaBU.de. N- (4* -brofflo[}, 1' -biphenyl] -2-yl) -4- (dif Luoromethyl) - 
2-Bethyl- (9CI) (CA INDEX NAME) 
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(Continued) 




849674-33-5 HCAPLUS 

Benzeneacetic acid, 2- { [6- (2-cyanophenoxy) -4-pyrimidinyl] oxy} -a- 
(methoxynethylene) raethyl ester, (aB)-# Bixt. with 
N- (4 ' -broootl. 1 ' -biphenyl) -2-yl) -4- (dif luoromethyl) -2-aethyl-S- 
thiazolecarboxamide (9CI) (CA INDEX NAME) 

CM 1 

CRN 577954-87-1 

CHF C18 H13 Br F2 N2 O S 



RN S779S4-B8-2 HCAPLUS 

CN 5-Thiazolecarboxamide, 4- (dif luoromethyl) -2-nethyl-N- [4* - 

(trif luoromethyl) (I. 1 ' -biphenyl) -2-yl] - (9CI ) (CA INDEX NAHE) 



[e^W^CHF2 



NH 



RN 577954-96-2 HCAPLUS 

CN 5-Thiazolecarboxaraide. N- (4 ■-chloro-3' -f luoro[l. I'-biphenylJ -2-yl) -4- 
(dif luorcmethyl) -2-Riethyl- (9CI) (CA INDEX NAHE) 



CRN 131860-33-8 
CMF C22 H17 N3 05 



Double bond geometry as shown. 
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CN Benzeneacetic acid, a- (methoxyimino) -2- ( [ ( (E) - ( 1- [3- 

(trifluoconethyl) phenyl] ethylidene} anino]oxy] methyl} -, methyl ester, 

(aE)-. raixt. with N- (4'-broao(l, I'-biphenylJ -2-yl) -4- 

(dif luoromethyl) -2-nethyl-5-thiazolecarboicanide (9CI) (CA INDEX NAME) 



CM 



CRN 
CHF 



577954-87-1 

C18 H13 Br F2 N2 O S 



849674-35-7 HCAPLUS 

S-Thiazolecarboxanide, N- (4 ' -bromo ( I, 1' -biphenyl] -2-yl} -4- (dif luoromethyl) - 
2-methyl-, mixt. with (IE) - (2- ( (6- (2-ehloraphenoxy) -$-f luoro-4- 
pyrinidi nyl] oxy] phe nyl ] ( 5. 6-di hyd ro-l , 4 , 2-dioxazin-3-yl) nwt hanone 
0-methyloxime (9CI) (CA INDEX NAME) 

CM 1 

CRN 577954-87-1 

CNF CIS R13 Br F2 N2 O S 



6xk. 



r 



CRN 141517-21-7 

CMF C20 H19 F3 N2 04 



Double bond gei 



CRN 361377-29-9 

CMF C21 H16 CI F N4 05 





849674-62-0 HCAPLUS 

5-Thiazolecarboxamide, N- (4 ' -bromo[l, 1 ' -biphenyl} -2-yI) -4- (dif luoromethyl) - 
2-methyl-, mixt. with l-( [2-(2,4-dlchlorophenyl)-4-propyl-l,3-dioxolan-2- 
yl]methyl]-lH-l,2,4-tria^ole (9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMF 



577954-87-1 

CIB H13 Br F2 N2 O S 



RN 849674-38-0 HCAPLUS 
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CRN 60207-90-1 

CHF CIS H17 C12 N3 02 




849674-69-7 HCAPLUS 

5-Thiazolecarboxafflide« N-<4' -brooo{l, 1* -biphenyl) -2-yl) -4- (dlfluoroowthyl) - 
2-methyl-, ui»t. with C>B)-2-( [6- (3-chloro-2-aethylphenoKy) -S^fluoro- 
4-pyrimidinyl]oxy] -a- (in«thoityiiaino)-N-methylbenz<n»acetaBiide (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 5779S4-B7-1 

CMF CIB H13 Br F2 N2 O S 
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NH 



CRN 308286-29-5 

CHF C21 H18 CI F N4 04 



Double bond geonetry as shown. 




REFERENCE COUNT: 



THERE ARE 10 CITED REFERENCES AVAILABLE FOR THIS 
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The title compds. [I; Het - (un) substituted 5-6 membered heterocyclic 
ring; Rl - H, CHO, CO(alkyl), C02(al)cyl), alkoxyalkylene, 
CO(alkyleno}ty) alkyl, propargyl, allenyl) R2-R5 - H, halo. Me, CF3j R6 - 
halo. Me, CF3; R7 - (2) mC. tplbond .CYl , (Z) mCYl : CY2Y3 , trialkylsilyl; X - 
O, S; Y1-Y3 - H, halo, (un) substituted alkyi alkenyl, alkynyl, cycloalkyl. 
trialkylsilylf Z - (un) substituted alkylene; ta - 0-1; n - 0-2], useful in 
agriculture or horticulture for controlling or preventing infestation of 
plants by phytopathogenic microorganisms, preferably fungi, were prepared 
Thus, reacting 2-anino-4 ' -ethynylbiphenyl with l-methyl-3-trifluoronethyl- 
4-chlorocarbonylpyrazole in the presence of pyridine in THF afforded 70% 
II which showed excellent fungicidal activity (biol. data given). 
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2004:565219 HCAPLUS 
141:123619 

Preparation of biphenyl derivatives and their use as 
fungicides 

Ehrenfreund, Josefi Lamberth, Clenanai Tobler, Kans; 
Valter, Ha raid 

Syngenta Participations Ag, Switz. 

per Int. Appl.. 102 pp. 

CODEN: PIfflCD2 

Patent 

EngUeh 



PATENT NO. 



VO 2004058723 



KIND DATE 



APPLICATION NO. 



DATE 



Al 20040715 VO 20O3-EP14248 20031215 

V: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, EV, BY. BZ, CA, CH, 
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ES, Fl, 


FR, 


GB, 


GR, 


, HU, IE, 


IT, 


, LU, MC, 


NL, PT, 


RO, 


SE, SI, SK, 


TR, BF, 


BJ, 


CF, 


CG, 


. CI, CM, 


GA, 


, GN, GO, 


GW, ML, 


MR, 


NE, SN, TD, 


CA 2S10528 




AA 




20040715 




CA 2003- 


2510528 




20031215 


AU 2003300523 




Al 




20040722 




AU 2003- 


300523 




20031215 


EP 1575922 




Al 




20050921 




EP 2003- 


813891 
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DK, 


. ES, FR, 


GB, 


, GR, IT, 


LI, LU. 


NL, 


SE, MC, PT, 


IE, SI, 


LT, 


LV, 


FI, 


, RO, MK, 


CY, 


, AL, TR, 


BG. C2, 


EE. 
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BR 2003- 


•16879 
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20060208 




CN 2003- 


•80107519 




20031215 


JP 2006516136 
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562754 




20031215 
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Al 




20060511 




US 2005- 


540036 




20050622 


NO 2005003558 




A 




20050725 




NO 2005- 


3559 




20050720 


PRIORITY APPLN. INFO. 












GB 2002- 
VO 2003- 


30155 
EP14248 




A 20021224 
V 20031215 



OTHER SOURCE (S): HARPAT 141:123619 

IT 723747-89-5P 723747-91-9P 723747-93-lP 

723747- 94-2P 723747-96-4P 723747-98-6P 

723748- 00-3P 723748-02-5P 723748-04-7P 
723748-06-9P 723748-08-lP 723748-10-5P 
723748-12-7P 72374B-14-9P 723748-16-lP 
723748-18-3P 723748-20-7P 723748-22-9P 
723748-24-lP 72374B-26-3P 723748r28-SP 
723748-30-9P 72374B-32-1P 

RL: A6R (Agricultural use)> BSU (Biological study, unclassified); 5PN 
(Synthetic preparation); BIOL (Biological study); PREP (Preparation): USES 
(Uses) 

(preparation of biphenyl derivs. and their use 89 fungicides) 
RM 723747-89-5 HCAPLUS 

CN lH-Pyrrole-3-carboxaraide, N- (4 ' -ethynyl (1, 1 • -biphenyl] -2-yl) -l-Bethyl-4- 
(trifluoromethyl)- (9CI) (CA INDEX NAME) 




RN 723747-91-9 HCAPLUS 

CN lH-Pyrrole-3-carboxaaide, l-methyl-4- (trifluoronethyl) -N- [4*- 
[ (trimetbylsi lyl) ethynylJtl. 1* -biphenyl] -2-yl) - t9CI) (CA INDEX NAME) 
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F3C ^=0 




BN 723747-93-1 HCAPLUS 

CN lH-Pyrrole-3-carbcwaBide, N-[4*-(chloroethynyl) ll,l'-biphenyl]-2-yl)-l- 
nethyl-4-(trifluorOBethyl)- (9CI) (CA INDEX NAME) 



BN 723747-96-4 HCAPLUS 

CN lH-PyrroLe>3-carboxanide, N-[4'- (2,2-dif luoroethenyl) [1. I'-biphenyU -2-yll - 
l-iii«thyI-4-(trifluoroaethyl)- (9CI| (CA INDEX NAME) 



F3C h=0 



RN 723747-94-2 HCAPLUS 

CN lH-Pyrrole-3-carboxamide, l-in«thyl-4- (trif luoroiMthyl>-N-(4 ' - (3, 3, 3- 
trifluoro>l-propynylHl'l'-biphenyl}-2-yl]- (9CI) (CA INDEX NAME) 



RN 723747-98-6 HCAPLUS 

CN lH-Pycrole-3-carboKamide, N-[4*- (2,2-dichloroethenyl) (1, l*-biphenyl3 -2-ylJ- 
l-methyl-4- (trlfluoromethyl) - (9CI)- (CA INDEX NAME) 
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F3C c=o 



Cl2C=CH 
RN 723748-00-3 HCAPLUS 

CN lH-Pyrrole-3-cacboxaiiiide, N- [4 ' - (2, 2-dibromoethenyl) [ 1 , 1 ' -biphenylj -2-yi] - 
l-nethyl-4-(trifluororaethyl)- (9CI) (CA INDEX NAME) 



r3C c=o 




RN 723748-02-5 HCAPLUS 

CN lH-Pycrole-3-carboxamide, l-methyl-N- [4 *- (trif luoroethenyl) {1, I'-biphenyiJ - 
2-yl]-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 




723748-04-7 HCAPLUS 

lH-Pycrole-3-carboxaBiide, N-(4*- (l-chloroethenyl) [1, I'-biphenyl] -2-yll -1- 
nethyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 



CH2 



RN 723748-06-9 HCAPLUS 

CN lH-Pytrole-3-carboxaniide, N-I4*- (2-chloro-3, 3, 3-trif luoro-l-propenyl) [1,1' 
biphenyl} -2-yll -l-nethyl-4-( trif luoromethyl)- (9CI) (CA INDEX NAME) 
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He 

F3C c=0 
I 

NH 




AN 723748-OB-l HCAPLUS 

CN lH-Pycrole-3-cacboxamide. H-[4'-(3,3-dimethyl-l<butynyl) [l,l*-biphenyll-2- 
yl]-l-oethyl-4-(trifluorOBethyl)- (9CI) (CA INDEX NAME) 



He 




RN 723748-10-S HCAPLUS 

CN IH-PyrroleO-carboxamide, l-methyl-N-[4*-(l-propynyl) (l,l*-biphenyl}-2-yl]- 
4-(trifluoroiBethyl)- (9CI) (CA INDEX NAME) 



L20 ANSVER 12 OF 38 IKIAPLUS COPYMGHT 2006 ACS en STN (Continued) 



Me 




RN 723748-12-7 HCAPLUS 

CN lH-Pyrrole-3-carboiiaaide, H- [4'-(3'f luoro-l-butynyl) {1, 1' -biphenyl]-2-yl] - 
l-nethyl>4-(trifluDraBMthyl)- (9CI) (CA INDEX NAME) 



Me 




RN 723748-14-9 HCAPLUS 

CN lH-Pyrrole-3-carbO]iainide, N-C4*-(3-fluoro-3-inethyl-l-butynyl) (1,1*- 
biphenyl]-2-yl]-l-iDethyl-4-(trifluoroBethyl)- (9CIJ (CA INDEX NAME) 



L20 ANSVER 12 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



Me 




He 



RN 723749-16-1 HCAPLUS 

CN lH-Pyrrole-3-carboxaiside. l-nethyl-N-[4'- (4-nethyl-l-pencynyl) (l,l*- 
biphenyl]-2-yll-4-(trifluoroaethyl)- (9CI) (CA INDEX NAME) 



Me 




RN 723748-18-3 HCAPLUS 

CN lR-Pyrrole-3-carboxaBiide. N-(4' -[ (1-f luorocyclopentyDethynyl) [1, 1'- 
biphenyl]-2-yl]-l-methyl-4-(trifluorQmethyl)- (9cn (CA INDEX NAME) 




He 



RN 723748-20-7 HCAPLUS 

CN lH-Pyrrol8-3-carboxamide, N- [4 ' - (3-nethoify-3-methyl-l-butynyl} [1.1*- 
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biphenyl]-2-yl]-l-nethyl-4-(trifluoroinethyI)- (9CI) (CA INDDC NAME) 



He 




He 



RN 723748-22-9 HCAPLUS 

CN lH-Pycrole-3-carboxaiiiide, N-(4 (3, 3-difluoro-l-butynyl) (1, 1 ' -biphenyl) -2- 
yl] -l-iDethyl-4- (trifluoronethyl) - (9CI) (CA INDEX NAME) 



He 




RN 723748-24-1 HCAPLUS 

CN lH-pyrrole-3-carboxafflide, N- (4 ' - (2-bronoethenyl) [1.1" -biphenyl] -2-yll -1- 
methyl-4-(trifluoronethyl)- (9CI) (CA INDB( NAHE) 
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H* 




RN 72374B-26-3 HCAPLUS 

CM lH*Pyrrole-3-c«rboiiasdd«, l-BMthyl-N-t4*-(2,3,3,3-t*trafluoro-l- 

prapenyl){l,l*-biphenyl]-2-yl]-4-(trifluoroiBetliyl)- (9CI) (CA INDEX HAKE) 



He 




HN 723748-28-5 HCAPLUS 

CN lH-Pyrrole-3-cacboKandde, N-{4'- (2, 2-dibcoiBO-l-niethylethenyl) [1,1'- 
biphenyl]-2-yl]-l-aethyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAHE) 



L20 ANSVER 12 OF 38 HCAPUIS COPYRIGHT 2006 ACS on STN (Continued) 



He 




CBr2 

BN 723748-30-9 HCAPLUS 

CN lH-PyrrQle-3-carboxanide, l-oethyl-4- (trif luoroaethyl) -N- {4 ' - (1- 

(trifluoromethyl)ethenyl] [l,l'-biphenyl]-2-yl}- (9CIt (CA INDEX NAHE) 



He 




CH2 

RN 723748-32-1 HCAPLUS 

CN lH-Pyrrole-3-carboxaaide, N-(4 (3-hydroxy-3-mcthyl-l-butynyl) [1,1*- 
biphenyl]-2-yll-l-niethyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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L20 
ED 
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Title compds. [I» R ■ H, alkyl, haloalkyl) Z • alkenyl, alkynyl, 
haloalkenyl, haloalkynyl; X, Y - halo, cyano, N02, alkyl, alkoxy, 
alkylthio, haloalkyl, haloalkoxy, haloalkylthioJ m, n - 0-4 f A - 5-6 
Bwabered substituted heterocyclyl], were prepared Thus. 

2*-amino-l,l*-biphenyl-4-carbaldehyde 0-allyloxine (preparation given) and 

I 

was treated with 4-dif luoromethyl-2-methylthiazole-5-carbonyl chloride in 
PhMe at room temperature followed by stirring for 3 h at SO* to give 
49.61 N- (4 • -( (E) -I (allyloxy) imino) nethyl] -1,1' -biphenyl-2-yl> -4- 
(difluoromethyl)-2-methyl-l, 3-thiazole-5-carboxamide. The latter at 100 
ppn gave lOOt control of Venturis inaequalis« 
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2004:509994 HCAPLUS 
141:54333 

Preparation of biphenylcarboxamides as agricultural 
fungicides and insecticides 

Ounkel, Ralfi Elbe, Hans-Ludwig> Rieck, Heiteot Greul, 

Joerg Nico; Vachendorf C-Neumann, Ulrike; 
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OTHER SOURCE (S): 
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BR 2003-17290 
CH 2003-80109571 
JP 2004-559734 
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(Continued) 
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20031201 



SE, MC, PT, 
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HARPAT 141:54333 
70S942-96-7P 705943-68-6P 705943-84-6P 
705944-01-OP 705944-30-5P 705944-39-4P 
705944-56-5P 705944-72-5P 705944-74-7P 

705944- 79-2P 705944-B9-4P 70S945-01-3P 

705945- 06-SP 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); SPN 
(Synthetic preparation): BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of biphenylcarboxamides as agricultural fungicides and 
insecticides) 
705942-96-7 HCAPLUS 

5-Thiazolecarboxaiaide, 4- (dif luoronethyl) -2-nethyl-N- (4 ' - ( ( (2- i 
propenyloJcy)imno]BethylMl.l*-biphenyl]-2-yll- (9C1) (CA INDEX NAME) 




CH=N-0-CH2- 



705943-66-6 HCAPLUS 

5-ThiazolecarboxaBide. N-(4'-( [ (cyclc^rapylaethoxy) imino] methyl] [1.1*' 
biphenyl]-2-yl]-2-nethyl-4-(trifluororaethyl)- (9CI) (CA INDB( HAKE) 
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-CF3 



(Continued) 




ch=n-o-ch; 



RN 705943-84-6 HCAPLUS 

CN 5-ThiazolecarboxaBide, 2-mthyl-N-M ( (2-prapenyLoiiy) imino}B«thyl] [1.1' 
biphenyll-2-ylJ-4-(trifluoroiMthyl»- (9CI) (CA INDEX NAME) 




CH= N- O- CH2- CH= CH2 



RN 705944-01-0 HCAPLUS 

CN 5-Thiazolecarboxainide, N-[4'-([ (cyclopropylmethoxy) imino]raethyl} {1,1* 
biphenyl]-2-yl]-4-(difluoromethyl)-2-nethyl- (9CI) (CA INDEX NAME) 




CH=N-0-CH2- 



RN 705944-30-5 HCAPLUS 

CN S->Thiazolecarboxamide. 4-(difluoromethyl)-2-iiMthyl-N-{4*-[l-[(2- 

prt^enyloxy) imino] ethyl] [1.1* -bip)ienyl]-2-yl)- (9CI) (CA INDEX NAME) 
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«e^>;''v^CHF2 



I 



H- O- CH2- CH= CH2 



RN 705944-39-4 HCAPLUS 
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thiazole-5-carboxamide (preparation given) in THF was treated with NaH. The 
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thiazole-S-cacboxanide. The latter at 100 ppn gave lOOt control of 
Sphaerotheca fulinginea. 
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The biphenylcarbosanide derivs. I (Rl. R2 - H, halo, CN, N02, (halo) allcyl, 
(halo)alkoxy, etc.; a -1-4 1 n- 1-3; R3 - H, OH, (halo) allcyl, cycloallcyl, 
etc.; Y - CO or (un) substituted alkylene; A - (un) substituted 
heterocyclyl] are prepared as agrochen. fungicides and bactericides. 
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4- (dif luoromethyl) -1, 3-thiazole-5-c3rboxaiiiide. Several I at 10 ppD gave 
87-100% control of Venturia inaequalis. 
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CN 5-Thiazolecarboxamide, N- (4* -chloro-3' - (trif luoromethyl) (1, 1 ' -bi phenyl] -2- 
yl]-4-(difluoroDethyl)-2-nethyl- (9CI) (CA INDEX NAME) 




RN 577955-05-6 HCAPLUS 

CN S-Thiasolecarboxamide, N- (3' , 4 ' -dif luoro{l , 1 ' -blphenyl] -2-yl) -4- 
(dif luoromethyl) -2-methyl- (9CI) (CA INDEX NAME) 




RN 577955-06-7 HCAPLUS 

CN 5-Thiazolecarboxaraide, N- (4' -chloro[l, l*-biphenyl] -2-yl) -4- 
(dif luoromethyl) -2-methyl- (9CI) (CA INDEX NAME) 
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RN 577955-07-B HCAPLUS 

CN 5-Thiazolecarboxanide, N- (4' -bromo-3'-f luoro( 1.1 '-biphenyll -2-yl) -4- 
(dif luoromethyl) -2-iBethyl- (9CI) (CA INDEX NAME) 




RN 57795S-08-9 HCAPLUS 

CN 5-Thiazolecarboxaraide, 4- (dif luoromethyl) -N-[3' -fluoro-4 ' - 

(trifluoroaethyl) [l,l'-biphenyl]-2-yl]-2-nethyl- (9CI) (CA INDEX NAME) 




RN S779SS-09-0 HCAPLUS 

CN S-Thiazol«carbosamide, N-(2' ,4'-dif luoroU, I'-biphenyl] -2-yl)-4- 
(difluoroflwthyl) -2-methyl- (9CI) (CA INDSI NAME) 
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m 577955-10-3 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (4 ' -cyano[ 1 , 1 ' -biphcnyi] -2-yl) -4- (dif luoromethyl) - 
2-fflethyl- (9CI) (CA INDEX NAHE) 



RN 577955-11 -4 HCAPLUS 

CN S-Thiazolccarboxamidtt, N- 1 1. 1 ' -biphenyll -2-yl-4- Cdif luoromethyl) -2-methyl- 
(9CI> (CA INDEX NAHE) 



NH 
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Title compds. [I; Rl, R2 - H, halo, cyano, N02, alkyl alkenyl, 
(halo) alkoxy, (halo) alkylthio, (halo) alkylsulfonyl, cycloallcyl, haloalteyli 
or B1R2 - (substituted) alkenylene] , were prepared Thus, 
3' -chloro-4 ' -f luoro-1 , 1 ' -biphenyl-2-aniine (preparation given] and 
2-Biethyl-4- (trif luoromethyl) -1, 3-thia2ole-5-carbonyl chloride in THF was 
treated with Et3N followed by stirring for 16 h at 60* to give 951 
N- (3* -chloro-4 ' -f luoro-1, 1 ' -biphenyl-2-yl) -2-methyl-4- (trif luoronethyl) - 
1, 3-thiazole-5-carboxairLide. The latter at 10 ppm gave 83% control of 
Sphaerotheca fuliginea. 
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RL: AGR (Agricultural use) i BSU (Biological study, unclassified) » SPN 
(Synthetic preparation)* BIOL (Biological study) x PREP (Preparation)! USES 
(Uses) 

(preparation of (trif luoromethylthiazolyDcarboxanilldes as agricultural 

nicrobicides) 
577794-35-S HCAPLUS 

S-Thiazolecarboxamide, N- (3* -chloro-4 * -f luoro[l , 1 * -biphenyl] -2-yl) -2- 
Bethyl-4- (trif luoromethyl)- (9CI) (CA INDEX NAHE) 




RN 577794-38-8 HCAPLUS 

CN S-Thiazolecarboxamide, 2-methyl-N-[2- (2-naphthalenyl)phenyl] -4- 
( trif luoronethyl)- (9CI) (CA INDQC NAME) 




RN S77794-39-9 HCAPLUS 
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CN S-ThiazolBcarbOHanide, H- (3' , 4' -dif luoroll, l*-biphenylj -2-yi)-2-Bethyl-4- 
Urif luoromethyl) - (SCI) <CA INDEX HAKE) 




RN 577794-40-2 HCAPLUS 

CN S-Thiazolecarboxamide, N- (3* , 5* -dif luoco(l, 1 ' -biphenyl) -2-yl) -2-iaethyl-4- 
(Crif luoromethyl)- (9CI) <CA INDEX NAME) 




AN S77794-41-3 HCAPLUS 

CN S-Thiazolecarboxanide. H- (2' , 4 ' -dif luoro(l, 1 * -biphenyl] -2-yl) -2-Bwthyl-4- 
(trif luoromethyl)- (9CI) (CA INDEX NAME) 
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RN 577794-4 3-5 HCAPLUS 

CN 5-Thia2olecarbcxanide, M- (4*-chloro-3*-fluoro[l,l'-biphenylJ-2-yl|-2- 
nethyl-4-(trifluorofflethyl)- (9CI) (CA INDEX NAME) 




RN 577794-44-6 HCAPLUS 

CN 5-Thia20l«carbox amide, N- (3' , 4 ' -dichloro{ 1, 1 '-biphenyll -2-yl) -2-nethyl-4- 
(trif luoromethyl)- {9CI) (CA INDEX NAME) 
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RN 577794-45-7 HCAPLUS 

CN S-Thiasolecarboxanide, N-(4' -fluoro-3*- (trif luoromethyl) [1. 1 '-biphenyl} -2- 
yl}-2-nethyl-4-(trif luoromethyl)- (9CI) (CA INDEX NAME) 




RN 577794-46-8 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (4 ' -chloro-3' -raethyl[l, 1' -biphenyl] -2-yl) -2- 
methyl-4- (trif luoromethyl)- (9CI) (CA INDEX NAME) 




RN 577794-47-9 HCAPLUS 

CN 5-Thiazolecarboxamide, N- [4 ' -chloro-3' - (trif luoromethyl) [ 1,1 '-biphenyl) -2- 
yl]-2-methyl-4- (trif luoromethyl)- (9CI) (CA INDEX NAME) 
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RN 577794-49-0 HCAPLUS 

CN 5-Thiazolecarboxamide, 2-methyl-N- [4 ' -methyl-3* - (trif luoromethyl) 11,1* 
biphenyl) -2-yl] -4- (trif luoromethyl)- (9CI) (CA INDEX NAME) 




RN 577794-49-1 HCAPLUS 

CN 5-Thiazolecarboxaaide, 2-methyl-N-[4 (trifluoromethoxy) -3*- 
(trifluoronethyl) [l,l'-biphenyl]-2-ylI -4- (trif luoromethyl)- (9CI) (CA 
INDEX NAME) 
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RN 577794 -SO-4 HCAPUfS 

CN 5-Thiazolecarboxaaide. H- (3* . 5* -dichloro( 1. 1* -biphenyll -2-yl) -2-B»thyl-«- 
(trifluorosechyl)' (9CI) (OA INDEX NAME) 




Ki 577794-51-5 HCAPLUS 

CN 5-Thiazolecarboxaffllde, N-(3* -fluoro-4' - (trifluoromethoxy) [l,l'-biphenyl]-2- 
yl]-2-aetfayI-4-<trifluorofflethyl)- (9CI) (CA INDEX NAME) 




RM 577794-52-6 HCAPLUS 

CN 5-Thiazolecarbojiainide, N- (4*-chloro-2'-nethyl[l, 1' -biphenyl] -2-yl) -2- 
Bethyl>4-(trlfluoroiDethyl)- (9CI) (CA INDEX NAHB) 
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RN 577794-53-7 HCAPLUS 

CN S-Thiazoiecartoxanide, N- (2* , 4 ' -dichloro( 1, l*-biph«nylj -2-yX) -2-aethyl-4- 
(trifluoroaethyl)- (9CI) (CA IHOfX NAME) 



NH CI 

4^ 



RN 577794-54-8 HCAPLUS 

CN 5-Thiazolecarboiiamide, N- (4 ' -chLoro-2' -f luoro{ 1, 1 ' -biphenyl] -2-yl) -2- 
nethyl-4-(trifluoroiDethyl)- (9CI) (CA INDEX NAME) 



RN 577794-55-9 HCAPLUS 

CN 5-ThiazolecarboxaBiide, N- (3*-chloro-5' -f luoro[ 1, 1' -biphenylj -2-yl) -2- 
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RN 577794-56-0 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (4 ' -bromo-2' -f luoco(l, 1 * -biphenylj -2-yI) -2-iaethyl- 
4-(trifluoronethyl}- (9CI) (CA INDEX NAME) 



•-ti 



r 



RN 577794-57-1 HCAPLUS 

CN S-Thiazolecarboxamide, N- (4 ' -brono-3' -f luoco[ 1, 1 ' -biphenyl] -2-yl) -2-BOthyl- 
4-(trinuoromethyl)- (9CI) (CA INDEX NAME) 




RN 577794-58-2 HCAPLUS 

CN S-Thiazolecacbojsamide, N- (4 * -broDO-3'-chloro(l, 1' -biphenyl) -2-yl) -2-aethyl- 
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4-(trifluoroiBethyl)- (9CI) (CA INDEX NAME) 




RN 577794-59-3 HCAPLUS 

CN 5-Thiazolecarboxamide, N- {2' -fluoro-4 ' -iodo(l, 1 ' -biphenyl] -2-yl) -2-niethyl- 
4-(tri£luoromethyl)- (9CI) (CA INDEX NAME) 



RN 577794-60-6 HCAPLUS 

CN 5-Thiazolecarboxamide, N- [3* -fluoro-4*- (trifluoroaethyl) (1, 1' -biphenyl] -2- 
yl}-2-raethyl-4- (trifluoroaethyl)- (9CI) (CA INDEX NAME) 
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Title compds. I (Rl - CF3, CF2H, Cni2f R2-3 - H, Fi R4 - H, F, 01, Br. Me 
CF3, 0CF3, SCF3] were prepared Foe instance, l-oethyl-4-trif luoroaethyl- 
pyrrole-3-carbO]fylic acid (preparation given) was converted to the 
corresponding acid chloride (CH2C12, ClCOCOCl, DHF) and subsequently 
reacted with 2- («' -bromophenyl) aniline to afford I (Rl - cr3; R2-4 - H; 
II). Administration of a fornulation of II (0.02%) to a one week old 
wheat plant (Arina) followed by innoculation with Puccinia recondica 
(brownrust) and incubation resulted in <5% infestation after B days at 
20* and 60% relative humidity. I are suitable for protecting 
plants against infestations by phytopathogenic microorganisms. 
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RN 448235-93-6 HCAPLUS 

CN lH-Pyrrole-3-carboxandde, N- (4 ' -bromo{ 1, 1' -biphenyl] -2-yl) -l-Rethyl-4- 
(trif luoromethyl) - (9CI) (CA INDEX NAME) 
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CN lH-Pyrrole-3-carboxamide, N- (4 ' -bromo( 1, 1 ' -biphenylj -2-yl) -4- 
(f luoromethyl) -1-oethyl- (SCI) (CA INDEX NAME) 
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CN lH-Pyrrola-3-carboxamide, N- (4 ' -bromo[ 1,1* -biphenyl] -2-yl) -2-f luoro-1- 
methyl-4-(trifluoroBethyl)- (9CI) (CA INDEX NAME) 
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(difIuoroa«Chyl>-2-fluoro-l-mathyl- (9CX) (CA INDEX NAME) 




RN 44B23S-9B-1 HCAPLUS 

CN lH-Pycrolc-3-carboKamide, N- (4 • -broao[l, I ' -biphenyl] -2-yl) -2-f luoro-4- 
(fluoroaethyD-l-Mthyl- (9CI) (CA INDEX NAME) 
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CN lH-Pyrrole-3-carboxamide, N- (4'-bromo-3-fluoro(l, 1' -biphenyll-2-yl)-l- 
methyl-4-(trifluororaethyl)- (9CI) (CA INDEX NAME) 
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Br 

RN 448236-00-a HCAPLUS 

CN lR-Pyrrole-3-carboxaBide, N- (4 * -bromo-3-Cluoro[ 1 , 1 * -biphenyll -2-yl) -4- 
Cdifluorom«thyl)-l-fflethyl- (9CI) (CA INDEX NAME) 
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RN 44B236-01-9 HCAPLUS 

CN lH-Pyrrole-3-carboxaiitide, N- (4 * -brorao-3- f luoro{ 1 , 1 ' -biphenyl] -2-yl) -2- 
fluoro-l-nethyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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RN 448236-02-0 HCAPLUS 

CN lH-Pyrrole-3-carboxamide, N- (4' -bronro-3-fluoro[l, 1* -biphenyl] -2-yl) -4- 
(difluorQnethyl)-2-fluoro-l-nethyl- (9CI) (CA INDEX NAME) 



F2CH 




REFERENCE COUNT: 



THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



Page 5730/08/2006 



L20 ANSVER 19 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN 
ED Entered STN: 23 Aug 2002 



etc 




AB Title oxazole derivs. [Ii X ■ (un)substituted-aryl, (un) substituted- 

heteroaryl, (un) substituted-N-containing-heteroaryl; Y - 
(un) substltuted-aryl, 

(un)5ubstituted-heteroarylr R2 - OH, alkoxy. NH2, alkylanino, arylanino, 
etc.] and Pharmacol, acceptable salts thereof, which have activity in 
inhibiting inf lamraatory cytokines, particularly IL-4, are prepared 
Pharnaceutical compns. comprising title oxazole derivs. I and methods of 
prophylaxis and treatment of diseases mediated by cytokines, particularly 
allergic diseases are described. Thus, the title compound II vas prepared 
fcoa glycine Et aster hydrochloride, 4-tert-butylbenzoyl chloride* and 
4-nitrobenzoyl chloride through hydrogenation, acylation, and amlnation, 
and was in vitro tested for inhibition of IL-4 production and cellular 
viability. 

2002:637648 HCAPLUS 
137:185516 

Preparation of oxazole derivatives and their use as 
cytokine inhibitors 

Naruto, Shunjlt Sugano, Yuichi; Tatsuta, Tohruf Burdi, 
Douglasi Porte, Alexanders Grisostoni, Corinna 
Sankyo Company, Linited, Japan 
PCT Int. Appl., 444 pp. 
CODEN; PIXXD2 
Patent 
English 
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(preparation of oxazole derivs. and their use as cytolcin* inhibitors) 
RN 449159-67-9 HCAPLUS 

ON 4-Oxazolecarboxanide, 5- [4- (acetylam.no) phenyl] -M-[l. l'-biphenyl]'2'>yl-2- 
[4< (1, 1-dime thy lethyl) phenyl]- (9CI) (CA INDEX NAME) 



449161-19-7 HCAPLUS 

4-Oxazolecarboxanide, N, 2-bis ( (1, I'-biphenyl] -2-yl) -S-(4- 
(diBethylanino) phenyl}- (9CI) (CA INDEX NAME) 



4 49161-79-9 HCAPLUS 
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RN 449162-22-5 HCAPLUS 

CN 4-Osazolecarboxamide, N-[l, l*-biph«nyl) -2-yl-2-(4- (1. 1- 

diDethylethyl)phenyll-5-(4-(raethylamino)phenyl]- (9CI) (CA INDQC NAME) 



RN 449163-79-5 HCAPLUS 

CN 4-Oxazolecarboxamide, N-{l.l*-biphenyl] -2-yl-2-phenyl-S- (4-pyridinyl) - 
(9CI} (CA INDEX NAHE) 
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CN 4-Oxazolecarboxamide, S- [4- ( ace tylami no) phenyl] -N-[l, I'-biphenyl} -2-yl-2- 
(4-piperidinyl)- (9CI) (CA INDEX NAME) 
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Biaryls I [X - CH, O, S, H, NH: Y - CH, Ni n - 0, 1; one of Rl and R2 - 
(un) substituted C0NRH2, C0QNH2, CH2NH2, S02NH2 and the other is H or R3; 
one of R5 and R6 - NHC0R7, NHS02R7, NHS(0)R7 and the other is H, R4/ Q - 
amino acid or peptide residue; R3 - H, halogen, (un) substituted NH2, 
NHC0R7; R4 - H, halogen, hydroxyl, amino, carboxyl, allcyl, alkenyl, 
alkynyl; R7 - H, amino, (un) substituted alkyl, alkenyl, alkynyl, 5-16 
member carbocycle or hete recycle] were prepd for use as antimicrobial 
agents. Thus, polymer-supported piperazlne was acylated with 
5-bromo-2-chi<q)henecarbo«ylic acid, coupled with 3-H2NC6H4B(OH)2, and 
acylated with 2,3-dioxabenzopyrazine-6-carboxylic acid to give the biacyl 
I!. In a coupled bacterial transcription-translation assay II had an IC50 
of 25 MM. 
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Antimicrobial biaryl compounds 
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Isis Pharmaceuticals, Inc., USA 
PCT Int. Appl.. 44 pp. 
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(Uses) 

(preparation of acylaoinobiarylcarboxasiides as bactericides) 
RN 395648-26-7 HCAPLUS 

6-Qui nox a li neca rbox amide , N-(2'-{((2- ani no-4-thiazolyl)carbonyl] arai nol - 4 ' - 
(l-piperazinylcarbonyl) (l,l*-biphenyil-3-yll-l,2,3, 4-tetrahydro-2. 3-dioKo- 
(9CI) (CA INDEX NAME) 



CN 
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R O-Z I 



Title corapds. (I; R - H, (halo) alkyl, cycloallcyl» Z - H, (halo)alkyl; X, Y 
■ halo, N02, cyano, OH. C02H. cycloallcyl, allcoxycarbonyl, 
alkoxyinidoalkyl, (halo-substituted) alkyl, alkoxy, alkylthio, alkenyloxy, 
alkynyloxy, alkylsulfonyl. alkylsulfinyl; m - 0-3; n - 0-4j A ■ 
(substituted) lH-pyrazol-4-yl, 2- or 3-thienyl. Ph, 3-pyridinyl, 
3-pyranyl, 1, 4-oxathiin-3-yl, 2- or 3-thiopyranyl, 3-pyrrolyl, 3- or 
2-furanyl, 5- or 4-thiazolyl, 4-isothiazolyl, S-isoxazolyl, 2-pyrazinyl] , 
were prepared Thus, a nixture of 2- (4-methoxyiRunomethylphenyl) benzenamine 
(preparation given) and Et3N in PhMe vas stirred with 2-nethyl-4- 
trifluoromethylthiazole-5-carbonyl chloride at room temperature followed by 
stirring for 2 h at 50* to give 741 N-{2-(4- 

nethoxyimidomethylphenyl) phenyl) -2-methyl-4-trif luoroaethylthiazole-5- 
carboxamide. Several I at 100 ppm gave 77-100% control of Podosphaera 
leucotricha on apple. 
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(Synthetic preparation); BIOL (Biological study); PREP (Preparation); USES 
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(preparation of N-biphenylcarboxamides as bactericides) 
RN 393820-27-4 HCAPLUS 

CN 5-Thiazolecarboxandde, N-[4'-[ (methoxyimino) methyl] [ 1. l*-biphenyl] -2-yl] -2- 
methyl-4-(trifluoroaethyl)- (9CI) (CA INDEX NAME) 




RN 393820-33-2 HCAPLUS 

CN S-Thiazoleearboxanide, N- [3* -[ (methoxyimino) methyl) (1, I'-blphenyl] -2-yl]-2- 
methyl-4-(trifluoromethyl)- (9CI) (CA INDBI NAME) 
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RN 393820-35-4 HCAPLUS 

CN S-Thiazolecarboxamide, N-[4 '-( (butoxyimino)nethyl) [1. 1'-biphenyl] -2-yl] -2- 
methyl-4-(trifluoronethyl)- (9CI) (CA INDEX NAME) 




RN 393820-37-6 HCAPLUS 

CN S-Thiazolecarboxamide, N-(4* -[ (ethoxyimi no) methyl] (l.l'-biph*nyl}-2-ylI-2- 
fflethyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAHE) 




RN 393820-39-8 HCAPLUS 

CN 5-Thiazolecarboxamide, 2-nethyl-N-(4' -[ [ (l-methylethoxy)iraino]methyl) [1,1'- 
biphenyl)-2-yl)-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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CH=N-OPr-i 



393920-41-2 HCAPLUS 

S-Thiazolecarboxandde, N- ( 4 * - ( 1 - (me thoxyimino) e thyl) 11,1' -biphenyll -2-yll - 
2-Bethyl-4-(trifIuorofflethyl)- (9C1) (OA INDEX NAME) 




393820-13-4 HCAPLUS 

S-ThiazolecarboHamide. N- (4 * - [ 1- (ethoxyinino) ethyl] [1,1' -biphenyl] -2-yl] -2- 
methyl-4-(trifluoronethyl)- (9CI) (CA INDEX NAME) 



C-Me 
II 

N-OEt 



RN 
CN 



393820-45-6 HCAPLUS 

S-TMazolecarboxaBide, 2-n«thyl-N-{4'-[l-(propOKyimino) ethyl] (1,1' 
biphenyll-2-yl}-4-(trifluorom«thyI)- C9C1) (CA INDEX NAME) 



Me-C 
It 

n-PcO-N 



393820-47-8 HCAPLUS 

S-Thiazolecarboxamide, 2-nethyl-N- [4 ' - [1- [ (l-fflethylethoxy) inino] ethyl] (1.1 
'-biphenyl] -2-yl] -4- (trifluoromethyl)- (9CI) (CA INDEX NAME) 
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RN 393820-64-9 HCAPLUS 

CN lH-Pyrirole-3-cacboxaniide, N- (4' -{ (roethoxyimino) methyl) [1, 1 ' -biphenyl] -2- 
yl]-l-nethyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 



CH=N-OHe 



RN 393820-67-2 HCAPLUS 

CN lH-Pyrrole-3-carboxamlde, N-[4'-{ (Rwthoxyind no) methyl] [1, 1* -biphenyl] - 2- 
yl] - 1,4 -dine thyl- (9CI) (CA INDEX NAME) 



He c= 
I 



NH 



CH=N-OHe 
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RN 393820-77-4 HCAPLUS 

CN S-Thiazolecarboxamide, 2-inethyl-N-(4 ' - { (propoxyimino) methyl] (1,1*- 
biphenyl]-2-yl]-4-(trifluoronethyl)- (9CI) (CA INDEX NAME) 




CH=N-OPr-n 



RN 393820-94-5 HCAPLUS 

CN S-Thiaiolecarboxamide, N- [4 [ (hydroxyimi no) methyl] [1, 1* -biphenyl] -2-yl] -2 
methyl-4-(trifluoronethyl)- (9CI) (CA INDEX NAME) 



c=o 



CB=N-0H 



RN 393820-98-9 HCAPLUS 

CN 5-Thiazolecarboxamide, 2- (dinethylanino) -N- [4 ' - [ (nethoxyimino) methyl] [1,1' 
biphenyl] -2-yl] -4 -(trifluoronethyl)- (SCI) (CA INDEX NAME) 



RN 393821-06-2 HCAPLUS 

CN S-Thiazolecarboxamide, 2-chloro-N-{4' •( (inethoxyiiaino)methyl) (1' 1* 
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biphenyl]-2-yl]-4-(trifiuoroBet:hyl)- (9CI) (CA INDEX NAME) 



I 



M 393821-33-S HCA?LUS 

ON S-Thiazolacarbaxamide, N-[4*-( (aethoxyininoliMthyl] -6-methyl[l, 1' « 
biphenyl]'2-yl]-2-Bethyl-4<(trifluDrofflethyl)- (9CZ) (CA INDEX NAME) 




RN 393821-49-3 HCAPLUS 

CH S-Thiazoiecarboxamlde. 4- (dlfluoronathyl) -N-[4'- 
[ (iiiethoxylRdno)nethyl] [1. l*-blphenyl}-2*yl} -2-iuthyl< (9CI) (CA INDEX 
NAME) 
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RN 393821-51-7 HCAPLUS 

CM 5-Thiazolecarboxamide, 4- (dif luoroaethyl) -N- (3* - 

( (me thoxyinino) methyl] (1,1' -biphenyX]-2-yIl-2-Bethyl- (9CI) (CA INDEX 
NAME) 



CB=(l-0«e 



RN 393821-62-0 HCAPLUS 

CN lH-Pyrrole-3-carboxamide. N-[4'-[ (Detho)tyimino)nethyl.} [1, 1' -biphenyl] -2- 
yl] -l-methyl-4- (l-nethylethyl) - (9CI1 (CA INDQC NAME) 
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RN 393921-63-1 HCAPLUS 

CN B-Thiazolecarboxaaide, 2-chloto-N- [4 ' -( (Bethoxyinino) methyl] [1»1'- 
biphenyl]-2-yl}-4-nethyl- (9CI) (CA INDEX NAME) 




RN 393821-65-3 HCAPLUS 

CN S-Thiazolecarboxamide, 2-chloro-N-[3'-[ (methoxylnino)methyl) [1,1'< 
biphenyl] -2-yl] -4-mathyl- (9C:) (CA INDEX NAME) 




RN 393821-67-5 HCAPLUS 

CN 4-Oitazolecarboxaiiiide, N-[4*-[ (aethoxyinino)nethyl] [1, 1' -biphenyl] -2-yl) -2- 
methyl-S-(trifluoronMthyl)- (9CI) (CA INDEX NAME) 




CB=N-OMe 



RN 393S21-69-7 HCAPLUS 

CN 4-Oxazolftcarboxaedde. N- [3* -[ (nethoxyinino) methyl] {1, l*-biphenyl] -2-yl] -2- 
methyl-5-(trifluoronethyl)- {9CI) (CA INDEX NAME) 
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O 




MeO-N=CH 



RN 393821-75-5 HCAPLUS 

CN 5-Thiazolecarboxanide, 2- (dimethylamino) -N-[3'-[ (methoxyiiiu.no)nethyl] [1,1*- 
biphenyll-2-yl]-4-(trifluoroinethyl)- (9CI) (CA INDEX NAME) 




RN 393821-77-7 HCAPLUS 

CN 5-Thiazolecarboxanide, N-[3' -chloro-4' -( (nethoxyiminojnethyl] [1, 1' - 
biphenyl]-2-yl]-2-methyl-4-(trifiuorom«thyl)- (9CI) (CA INDEX NAME) 




CH=N-OMe 



R» 393821-80-2 OCMWS 

CN 5-Thiazolecarboxamide. H- [4 * -[1- (butoxyimino) ethyl] {1.1' -biphenyl] -2-yl] -2- 
i!iethyl-4-(trifluoroxnthyl)- (9CI) (CA INDEX NAME) 
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RN 393B21-B3-5 HCAPLUS 

CN lH-Pyrrole-3-carbQxanide, N- [4 ' - [ 1- (nethoxyinino) echyll [1.1' -biphenyl) -2- 
yl]-l-nechyl-4-(trifluoranethyl)- (9CI) (CA INDEX HAKE) 



ne 



Me-C 
II 

MeO-N 



RH 393821-84-6 HCAPLUS 

CN S-Thiazolecarboxamide, 2-chloro-N-(4'-[l~(nethoxyimino)ethyl] [1,1* 
biphenyl]-2-yl]-4-(trifluorOBetriyl)- (9CI) (CA INDEK NAME) 
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Of"' 



M«-C 
II 

MeO-M 



RN 39382l-eS-T HCAPLUS 

CN lH-pyrrole-3-carboxanide, N-[4*-[l-faethoxyiraino) ethyl] [1, I'-biphenylJ -2- 
yl]-1.4-diBethyl- (9CI> (CA INDB( NAME) 



C-M« 
II 

N-OMe 



m 393821-86-8 HCAPLUS 

CN lH-Pyrrole-3-cacboxaaide, N- (4 * - ( (ethoxyiaino)eiethyl] ( 1, 1 ' -biphenyl] -2-yl} 
l-methyl-4-(trifluoronethyl)- (9CI) (CA INDEX NAME) 
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?3C c= 



RN 393821-87-9 HCAPLUS 

CN lH-Pyrrole-3-carbojiaiaide, N-14' -(1- (methoxyimino) ethyl] [ 1 , 1 ' -biphenyl] -2- 
ylJ-l-i»ethyl-4-(l-nethylethyl)- (9Cn (CA INDEX NAME) 



c*-Ke 
II 

N-OMo 



RN 393821-90-4 HCAPLUS 

CN lH-Pyrrole-3-carboxamide, H- (4 ' -( (ethOKyinino)nethyl] [1, 1 '-biphenyl] -2-yl] - 
l-methyl-4-(l-methylethyl)- (9CI) (CA INDEX NAME) 
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B- ! 



CB=N-OEt 



RN 393822-00-9 HCAPLUS 

CN 5-Thiazolecarboxanu.de, 4- (dif luoromethyl) -N- [4 * - [ 1- 

(methoxyimino) ethyl] [1,1* -biphenyl} -2-yl] -2-methyi- (9CI) (CA INDEX NAME) 



'*«-^^|^-'CHF2 



C-Me 
II 

N-OMe 



RN 393822-21-4 HCAPLUS 

CN lH-Pyrrole-3-carboxamlde, N-[4' -[ (ethoxyiminojmethyl) {1, 1' -biphenyl] -2-yl] 
1,4 -dimethyl- (9CI) (CA INDEX NAME) 



CH=N-OEt 
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RW 393922-23-6 HCAPLUS 

CN 5-Thi azoUcarboxaaid* , 2-chlorc^-N- ( 4 * - ( ( e choxyisd no| cw thyl] ( 1 , 1 * -biphtny 1] - 
2-yl]-4-(trifluoroDWthylt- (9CI) (CA INDEX NAME) 




lUI 393922-42-9 HCAPLUS 

CN lH-Pyrrole-3-carboxaaide, l-oethyl-N- [4 ' -( ( (1- 

nechylethoxy) indno] methiyll {1,1' -biphenyl) -2-yl} -4- (trif luocoaethyl) - (9CI ) 
(CA INDEX NAME) 



He 

I 




RN 393822-54-3 HCAPLUS 

CN S-ThiazolecarbcMcamide, 2-chloro-N-[4'>[ (propoxyiiu.no)iaethyl] (1, 1*- 
biphenyI]-2-yl]-4'(trifluoronethyl)- <9CI) (CA INDEX NAME) 
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RN 370070-2B-3 HCAPUJS 

CN 5-Thiazolecarboxanide, N- (4 ' -f luoro-6-methyl( 1, 1 ' -biphenyl] -2-yl) -2-methyl 
4-(trifluoromethyl}- (9CI) (CA INDEX NAME) 



[Rl - alkyl, etc. I n - 0 - 3; R2 - F* » - 0 - 5» R3 > 
A • pyrazole noiety (generic structure given), etc.) 



AB The title compda. 
halo, allcyl, etc.» 
are prepared 

N-(4'-Chloro-6-methylbiphenyl-2'yl)-l-nethyl-3-trifluoroi»ethyl- 

lH-pyrazole-4-carboxamide at 200 ppm gave conplete control of Sphaerotheca 

fuliginea on cucuraber. 
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Preparation of biphenyl moiety -containing heterocyclic 

compounds as agrochemical fungicides 
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PATENT NO. 
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PRIORITY APPLN. INFO 
OTHER SOURCE (S): 



KIND DATE 
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APPLICATION NO. 



DATE 
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MARPAT 135:331421 
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RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse): BSU (Biological study, unclassified)) SPN (Synthetic 
preparation)* BIOL (Biological study): PREP (Preparation); USES (Uses) 
(preparation of biphenyl moiety- containing heterocyclic conpds. as 
agrocheo. 

fungicides) 
RN 370070-27-2 HCAPLUS 

CN S-Thiazolecarboxanide, 2-nethyl-N- (6-fflethyl[l, 1 ' -biphenyl] -2-yl) -4- 
(trifluorofflethyl)- (9CI} (CA INDQC NAME) 




RN 370070-29-4 HCAPLUS 

CN S-Thiazolecarboxanide. N- (4 * -chloro-6-nethyl(l, 1 ' -biphenyl] -2-yl) -2-raethyl 
4-(trifluoroaethyl)- (9CI) (CA INDEX NAME) 




RN 370070-30-7 HCAPLUS 

CN 5-Thiazolecarboxamide, N- (4 ' . 6-diBethyl [1,1* -biphenyl] -2-yl) -2-methyl-4- 
(trifluoronethyl)- (9CI) (CA INDEX NAME) 
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RN 370070-31-8 HCAPLUS 

CN S-Thiazolecarboxaraide, 2-iaethyl-H-(6-methyl-4'- (trifluoronethyl) (1.1'- 
biphenyl]-2-yl]-4-(trifluoromethyl)- (9CI) (CA INDEX NAME} 




CPS 



RN 370070-32-9 HCAPLUS 

CN S-Thiazolecarboxanide, N- (4' -nethoxy-e-methyltl, 1' -biphenyl] -2-yl)-2< 
iMthyI-4- (trifluoronethyl)- (9CI) (CA INDEX NAME) 
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AB The title cocapds, (I; X - O, S; Rl - alkyl, cycloalkyl, halo; R2 - H, 
alkyl, alkoxy, etc.; R3 - al)cyl; A - (un) substituted or the- substituted 
(hetero) aryl, bicyclo(hetero) aryl) which have plant-protective properties 
and are suitable for protecting plants against infestations by 
phytopathogenic nicroorganisms, were prepared Thus, methylation of Me 
4-nethylpyrrole-3-cacboxylate followed by hydrolysis of the resulting 
ester, and reaction of 1, 4-diinethylpyrrole-3-carboxylic acid with 
2-(4'-fluorophenyl)aniline afforded I [X - Oi Rl, R3 - He; R2 - H; A • 
4*-f luorobiphenyl-2-yl] which showed strong efficacy against Puccinia 
recondita on vheat (< 201 infestation). 
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IT 351416-54-lP 351416-55-2P 351416-57-4P 
351416-61-OP 351416-62-lP 351416-64-3P 
351416-66-5P 351416-67-6P 351416-6B-7P 
351416-69-aP 351416-70-1P 351416-71-2P 
351416-72-3P 351416-73-4P 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse); BSU (Biological study, unclassified); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of pyrrolecarboxamides and pyrrolethioanides as fungicides) 
RN 351416-54-1 HCAPLUS 

CN lH-Pyrrole-3-carboxainide, N-(4' -chloroll, 1' -biphenyl) -2-yi) -1, 4 -dime thy 1- 
(9CI) (CA INDEX NAME) 



Me 




RN 3S1416-55-2 HCAPLUS 

CN lH-Pyrrole-3-carboxaiaide, N- (4 ' -f luoro( 1.1* -biphenyl) -2-yl) -1. 4-diBethyl- 
(9CI) (CA INDEX NAME) 



Me 

I 
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(difluoroattchyl)-l-aethyl- (9CI) (CA INDEX NAME) 



3S14 16-61-0 HCAPLUS 

lH-Pyrrolc-3-carboxanLLde, N- (I ' -chloro{ 1, 1* -biphenyll-2-yl) -l-B»thyl-4- 
(pentafluoroethyl)- (9CI) (CA INDEX NAME) 



351416-62-1 HCAPLUS 

lH-Pyrrole-3-carboxaniidc, N- (4* -f luoco(l, 1' -biphenyl] -2-yl) -l-methyi-4- 
(pentafluoroethyl)- (9CI) (CA INDEX NAME) 
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RM 351416-64-3 HCAPLUS 

CN IH-Pyr role-3->carboxamide, N- (4 ' •chloro[l, 1 ' -blphenyll -2-yl} -4-cyclc^ropyl- 
l-oethyl- (9CI) (CA INDEX NAME) 



RN 351416-66-5 HCAPLUS 

CN lH-Pyrrol*-3-carboxaiiilde, N- (4 ' -chloro( 1 , l" -biphenyU -2-yl) -4-ethyl-l- 
oethyl- (9CI) (CA INDEX NAME) 
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Me 




RN 351416-67-6 HCAPLUS 

CN lH-Pyrrole-3-carboxamide, 4-ethyl-N- (4'-Cluoro{l, 1 ' -biphenyl] -2-yl) -1- 
methyl- (9CI) (CA INDEX NAME) 



Me 

I 




RN 351416-68-7 HCAPLUS 

CN lH-PyrrDle-3-carboKaBU.de, N- (4* -chloro[l, 1' -biphenyl] -2-yl) -1,4-diethyl- 
(9CI) (CA INDEX NAME) 



Et 
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CN lH-Pyrrole-3-carboxanide, 1, 4-diethyl-N- (4* -fluoro[l. l*-biphenyl] -2-yi) 
(9CI) (CA INDEX NAME) 



Et 

Et 'c^o 
I 



NH 




RN 351416-70-1 HCAPLUS 

CN lH-Pyrrole-3-carboxaniide, N- (4 ' -chloro[l, 1 ' -biphenyl] -2-yl) -l-methyl-4- (1- 
nethylethyl) - (9CI) (CA INDEX NAME) 



Me 




RN 351416-71-2 HCAPLUS 

CN lH-Pyrrole-3-carboxaiiiide, N- (4 '-fluoco[l, 1' -biphenyl) -2-yl) -l-methyl-4 - (1 
RwthylathyD- (9CI) (CA INDEX NAME) 
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He 




BJJ 351416-72-3 HCAPLUS 

CN lH-Pyrrole-3-carboxainide. N-(4*-chloro[l,l'-biphenyll-2-yl)-l-ethyl-4-(l- 
nethylethyl) - (9CI) (CA INDEX NAHE) 



Et 




RN 3S1416-73-4 HCAPLUS 

CN lH-Pyrrole'3>carboxamid«, l-«thyl-N- (4'-£luoro[l, I'-biphenyl] -2-yl) -4- (1- 
methylethyl)- (9CI) <CA INDEX NAHE) 
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AB Title coBipds. I (Rl - H, halo, alkyl, haloalkyl; R2 - alkyl, haloalkyl, 

alkoxyalkyl, cyano, alkylsulfonyl, arylsulfonyl, etc.; A - substituted Ph, 
substituted 3-thienyl, substituted 4-indanyl) were prepared as plant 
protectants. Thus, 1.9 g l-iriethyl-4- {tcifluoromethyl) pyrrole-3-carboxylic 
acid, obtained from Et 4, 4, 4-trif luorocrotonate, tosylmethyl isocyanide, 
and Mel, and 0.9 mL oxalyl chloride in 20 nL CH2C12 vaa stirred at room 
tenperature in the presence of a catalytic amount of DHF, the solvent vas 

evaporated 

under reduced pressure to give a crystalline solid, and the solid was added 

to 

a solution of 1.7 g of 2-biphenylamine and 4.2 nL Et3N in 20 mL CH2C12 at 
0*, and the reaction mixture was stirred for 2 h at room tenperature to 
give I (Rl « H, R2 He, A * 2-biphenylyl) . ^plication of this compound on 
apples, grapes, and tomatoes resulted in <10% infestation by Botrytis 
cinerea. 
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RL: BAC (Biological activity or effector, except adverse)? BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) 

( (trif luoromethyl) pyrrolecarboxamides as plant protectants) 
RN 258510-84-8 HCAPLUS 

CN lH-Pycrole-3-carboxamide, N-H, l'-biphenyl]-2-yl-l-methyl-4- 
(t^if luoromethyl) - (9CI) (CA INDEX NAME) 



He 




RN 258510-85-9 HCAPLUS 

CN lH-Pyrrole-3-carboxatiiide, N- [ 1, 1 ' -biphenyl] -2-yl-l. 5-dinethyl-4- 
(trif luoromethyl)- (9CI) (CA INDEX NAME) 
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He 

I 




tot 258510-66-0 HCAPLUS 

CN lH*Pyrrole-3-carbojianide, N- (4 ' -chloro[l, 1 ' -biphenyl} -2-yl) -l-Bethyl-4- 
(trifluDromethyl)- (9CI) (CA INDEX NAHE) 



He 




RN 258510-87-1 IK:APLUS 

CN lH-Pyrrole-3-carbOKaiBide, N- (4*-fluoro(l, 1' -biphenyl] -2-yl) -l-methyl-4 
(trifluoromethyl)- (9CI} (CA INDEX NAME) 
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He 




RN 258510-92-a HCAPLUS 

CN lH-Pyrrole-3-carboxainide, 1 -methyl -N- [1. 1 ' : 4 • , 1' ' - terphenyl) -2-yl-4- 
(trifluoromethyl)- (9CI) (CA INDEX NAHE) 



He 




RN 258S10-93-9 IRIAPLUS 

CN lH-Fyrrole-3-carboxaiiiide, N- (3* , 5' -dichloro[l, 1' -biphenyl] -2-yi) -1-mcthyl- 
4-(trifluoroaethyl}- (9CI) (CA INDEX NAME) 
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He 




Cl 



RN 258510-94-0 HCAPLUS 

CN lH-Pyrcole-3-carboxaiiiide, N-t2- (2, 2-difluoro-l. 3-benzodioxol-4-yl) phenyl] - 
l-Biethyl-4-(trifluoromethyl)- (9CI) (CA INDEX NAHE) 




RN 258510-95-1 HCAPLUS 

CN lH-Pyrrole-3-carboxaiaide, l-inethyl-4- (trifluoromethyl) -N- [3' - 
(trifluoromethyl) (1,1 '-biphenyl] -2-yl]- (9CX) (CA INDEX NAME) 



r 




RN 258510-98-4 HCAPLUS 

CN IH-Pyr role-3-carboxamide, N- (4 ' -chloro[ 1. 1 * -biphenyl] -2-yl) -1 , 5-dimethyl-4- 
(trifluoromethyl)- (9CI) (CA INDEX NAHE) 
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He 




RN 258510-99-5 HCAPLUS 

CN lH-Pyrrole-3-carboxamide, 1 , 5-dimethyl-N- (1.1':4',1" -terphenyl] -2-yl-4- 
(trifluorOBiethyl)- (9CI) (CA INDEX NAME) 



He 




RN 258511-00-1 IKIAPLUS 

CN lH-Pyrrole-3-carboxaiBide, N-(3' , 5' -difiuoro[l, I'-biphenyl] -2-yl) -l-«ethyl- 
4-(trifluoroaethyl)- (9CI) (CA INDEX NAME) 



Page 6730/08/2006 



10636001Amend 



L20 ANSWER 24 OF 38 HCAPLUS COPYMGHT 2006 ACS on STH (Continutd) 



c=0 




m 258511-01-2 HCAPLUS 

CN lH-Pyrroie-3-carboxanide, N-(3'-chloro-5*-fluoro(l,l*-biphenyl)-2-yl)-l- 
aethyl-4-(trifluoroaethyl)- (9CI) <CA INDEX NAME) 
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CI CI 



Title compda. (Ij R - 2. 3-dichlorophenyl, 2, 4-dimethylphenyl, 2- or 
4-3ub9tituted ph, etc.). were prepared Thus, reaction of 2-cyanoaniline 
with 3,4-dichloroi9othiazole-5-carbonyl chloride (preparation given) in 
pyridine/THT gave 89% 3, 4-dichloroi90thiazole>S-carboxylic acid 
2-cyanoaniIide. Several I at 0.1 veightt gave complete control of Plutella 
xylostella on cabbage leaves. 
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(RS)0?3— Pyr 



R« RJ 

I— Pyr 




The invention provides substituted pyridylpyr roles I [Pyr - pyridine 
nucleus; Bl - H, (un) substituted alkyl, heterocyclyl, aryl, etc./ R2 - 
(un) substituted allcyl, (hetero) aryl, heterocyclyl, etc.; R3 - H, halo, 
alkyl, aryl, etc.; R4 - acyl, aryl, heterocyclyl, alkoxycarbonyl. etc.i R5 
- halo, (un) substituted (hetero) aryl, etc.], as well as conpns. containing 
such compds. and methods of treatment. 1 are glucagon antagonists and 
inhibitors of the biosynthesis and action of TNF-a, IL-1, IL-8, and 
other cytokines. The compds. block the action of glucagon at its 
receptors, and thereby decrease the levels of plasma glucose, making the 
compds. useful as antidiabetic agents. For instance, 4-FC6H4CONMe (OHe) 
was condensed with 4- (( (tert-butyldiowthylsilyDoxy] methyl] pyridine, and 
the product ketone was cyclized with 4- (He$)C6H4COHe using KCN and then 
NH40AC in reluxing aqueous EtOH, to give title compound II. In a glucagon 
receptor binding assay, I typically showed IC50 < 2.0 |iM. 
1998:487827 HCAPLUS 
129:122578 

Preparation of pyridylpyr coles and analogs as cytokine 
inhibitors and glucagon antagonists 
De Laszlo, Stephen E. t Chang, Linda L. ; Kim, Oooseopi 
Nantlo. Nathan S. 
Merck and Co., Inc., USA 
U.S., 59 pp. 
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Title conp d s. [I; Rl - H, alkyl, heterocyclyl, aryl, etc.; R2 - allcyl, 
(hetero) aryl, heterocyclyl, etc.- R3 - H, halo, allcyl, aryl, etc.- R4 - 
aryl, heterocyclyl, alkoxycarbonyl, etc.; RS - (un) substituted heteroaryl] 
were prepared Thus, 4-FC6H4CH:CHCOC6H4Cl-4 was condensed with 
2-pyridinecarboxaldehyde and the product cyclocondensed with NH40Ac to 
give I (Rl - R3 - H. R2 - cai4Cl-4. R4 - C6H4F-4, RS - 2-pyridyl) . Data 
for biol. activity of I were given. 

1997:433593 HCAPLUS 

127:50543 

Preparation of pyridylpyrroles and analogs as cytokine 
inhibitors and glucagon antagonists 

De Laszlo, Stephen E.; Chang, Linda L.; Kio, Dooseop; 
Mantlo, Nathan B. 
Merck and Co.. Inc., USA 
per Int. Appl., 176 pp. 
CODEN: PIXXD2 
Patent 
English 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S): 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 
FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 

VO 97164 42 

tf: AL, AM, AU, 
XL. IS, JP, 
NO, NZ, PL, 
AM, AZ, BY, 
RV: KE, LS, MV, 
IE, IT. LU, 
HR, NE. SH« 
CA 2234701 
AU 9711208 
AU 702B87 
EP 859771 

R; AT, BE, CH, 
JP 11$14651 
PRIORITY APPLN. INFO.: 



KIND DATE 



APPLICATION NO. 



DATE 



Al 
AZ, BA, 
KG, KR, 
RO, RU, 
KG, K2, 
SD, SZ, 
MC, NL. 
TD, TG 

AA 

Al 

B2 

Al 
DE. OK, 

T2 



19970509 WO 1996-US18539 

BB, EG, BR, BY, CA, CN, CU, 

KZ, LC, LK, LR, LT, LV, MO, 

SG, SI, SK, TJ, TM, TR, TT, 

MD, RU, TO, TH 

UG, AT, BE. CH, DE, DK. ES, 

PT, SE. BF. BJ. CF, CG. CI, 

19970509 CA 1996-2234701 

19970522 AU 1997-1120B 
19990311 

19980826 EP 1996-942022 
ES, FR, GB, CR, XT, LI, LU, 

19991214 JP 1996-S17642 
US 199S-7100P 
GB 1996-S158 



19961030 
CZ, EE, GE, HU, 
MG, MK, MN, MX, 
UA. US, UZ, VN, 

FI, FB, GB, GR, 
CM, GA, GN. ML, 

19961030 
19961030 

19961030 
NL, SE, PT, IE, Fl 

19961030 
P 199S1031 
A 19960312 



L20 ANSVER 27 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN 

US 1996-15565P 
GB 1996-12062 
VO 1996-US18539 

MARPAT 127:50543 



(Continued] 

19960418 
19960610 
19961030 

OTHER SOURCE (S) : 
IT 191030-88-3P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation) i THU (Therapeutic use); 
BIOL (Biological study)! PREP (PreparaUon); USES (Uses) 

(preparation of pyridylpyrroles and analogs as cytokine inhibitors and 

glucagon antagonists) 
RN 191030-88-3 HCAPLUS 

CN lH-Pyrrole-3-cacboxamide, N- [ 1, 1 ' -biphenyl) -2-yl-S- (4-chlorophenyl) -2- (4- 
pyridinyl)- (9CI) (CA INDEX NAME) 




ANSWER 28 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN 
Entered STN: 16 May 1997 

The relationship between Viener's topol. index and the antiepileptic 
activity of a series of N-aryl-isoxazole carboxamides/N- 
isoxazolylbenzamide analogs has been investigated. Values of Wiener's 
topol. index for 69 compds. constituting the training set were cotnputed 
and an active range was identified. Each analog was subsequently assigned 
an activity which was then compared with the reported antiepileptic 
activity against the naxiraal electroshock seizure (HE5) test. Due to 
significant correlation between antiepileptic activity and Wiener's topol. 
index, it was possible to predict antiepileptic activity with an accuracy 
of .apprx.911 in the active range. 
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Title compds. (I; Rl - F; R2 - H. halo, alkyl. CF3, alkoxy, alkylthio; A - 
substituted pyridyl. thiazoXyl, pyrazolyl) , were prepared Thus, 
2-amino-4'-chloro-S-f luorobiphenyl (preparation given) vas stirred with 
2-chloronicotinoyl chloride in TRF containing Et3N at 5* to give 
2-nicotinic acid 4-chloro-S-fluorobiphenyl-2-aBide. Several I at 250 ppa 
gave 100% control of Botrytis cinerea on paprika. 



ACCESSION NUHBER: 
DOCUMENT NUMBER: 
TITLE: 



PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1997:280947 HCAPLUS 
126:264007 

Preparation of heteroaroyl biphenylylamides as 

agrocheraical and industrial fungicides. 

Sicken, Karl; Rang, Harald: Harreus, Albrecht; Goetz, 

Herbert; Amaeriaann, Eberhard; Lorenz, Gisela; 

Strathmann, Siegfried 

BASF A.-G., Germany 

Cer. Of fen., 21 pp. 

COOEN: GUXXBX 

Patent 

German 



PATENT NO. 



DE 19S31813 
WO 9708148 



AU, BG, BR, 
RO, RU, SG, 
RV: AT, BE, CH, 



AU 96692BS 
EP 8473B8 
£P 847388 



R: AT, BE, CH, 
JP 11511449 
AT 24 3682 
PT 847388 
ES 2202463 
ZA 9607315 
US 5998450 
PRIORITY APPLN. INFO. : 



KIND DATE 

Al 19970306 
Al 19970306 
CA. CN, C2, GE, 
SI. SK, TR, UA, 
DE. DK, ES, FI, 
Al 19970319 
Al 19980617 
Bl 20030625 
DE, DK, ES, FR, 
T2 19991005 
E 20030715 
T 20031031 
T3 20040401 
A 19980302 
A 19991207 



APPLICATION NO. 



DATE 



DE 1995- 
VO 1996- 
KU, IL. JP, 
US, AM, AZ, 
FR, GB. GR. 
AU 1996- 
EP 1996- 

GB, GR, IT, 

JP 1996- 

AT 1996- 

PT 1996- 

ES 1996- 

ZA 1996- 

US 1998- 

DE 1995- 



19531B13 19950830 

EP3753 19960826 

KR. LV, MX, NO, NZ, PL, 

BY, KG, KZ, MD, TJ, TM 

IE, IT, LU, MC, NL, PT, SE 

692B5 19960826 

930102 19960826 

LI, NL, SE, PT, IE, FI 



509844 

930102 

930102 

930102 

7315 

11717 

19531813 



19960826 
19960826 
19960826 
19960826 
19960829 
19980217 
19950830 




RN 188731-25-1 HCAPLUS 

CN 5-Thia2olecarboKamide, N- (5-fluoro-4' *n«thyl[l, I'-blphenyl] -2-yl) -2-methyI- 
4-(trifluoronethyl)- (9CI) (CA INDEX NAME) 




188731-26-2 HCAPLUS 

5~T hi azolecar box amide, N- (4 ' -chloro-5-f luorotl, 1 * -biphenylj -2-yl) -2-niethyl- 
4-(trifluoroBethyl)- (9CI) (CA INDEX NAME) 



L20 ANSWER 29 OF 3B HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



L20 ANSWER 30 OF 38 HCAPLUS COPYRIGHT 2006 ACS on STN 
ED Entered STN: 13 Dec 1995 



I :n: n 



Rivj^p-^CO»'R3R4 



RN 1BB731-27-3 HCAPLUS 

CN S-Thiazolecarboxaaide, N- (5-fluoroCl, l*-biphenyl) -2-yl) -2-n«thyl-4- 
(trif luoromethyl) - (9C1) (CA INDEX NAME) 




The title coi^pds. I (Rl, R2 - H, alkyl, etc.; R3, R4 - H, alkyl, 
cycloaikyl, etc.] are prepared by reacting isothiazoles vith carbon aonoxide 
and amines in the presence of catalysts. Thus, a mixture of 
5-iodo-3-methylisothiazol«, biaitriphenylphosphine) palladium (II) 
dichloride, triphenylphosphine, octylaaine, and tributylamine in 
1,4-dioxane under carbon nonoxide 10 atm vas heated at 100' Cor 6 h 
to give 97% N-octyl-3-nethylisothiazol-5-carboxaaide. 
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AB The title compds. I (R - H, methyl] are prepared I (R - methyl} 
(preparation 

given) at 50 ppm gave cooplete control of Botrytis cinerea. I (R » H] at 
SO ppa also gave coaplete control of Botrytia cinerea. 
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R I *• CI II 



The use of the title compds. I <A • heteroaryl; R - haloalkyl, halo, 
alkenyl. alkoxy, etc.) for the inhibition of Botrytis is claimed. 
Treatment of N-propylaniline with 2-chloronicotinoyl chloride gave 
N- (2-chlorophenyl) -3-pyridinamide (II). II had fungicidal activity 
against Botrytis cinerea. 
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A series of N-aryl isoxazolecarboxaoides, e.g., I (Rl - H, He, ONe, CF3, 
Ph. CH2Ph, ame2; R2 - H, Me, CHMe2, C02Et, C02H, N02, NH2; R3 - H. 4-Me, 
3-, 4-Br, 4-, 5-0«e; R4 - H, Me, Et, CHHe2, a4e3, Ph, COMe, CH20H, CH2F, 
CH2C1, CH20Me, CH20Ph, CH20Ac; Y - NHCO, NMeCO, NEtCO) and N-isoxazolyl 
benzaaides, e.g., I ( Rl - R2 - R4 - Me. R3 - H, 4-Me; Y - CONH) were 
prepared and their anticonvulsant action in maxiraal electroahocic seizure 
(MES) and maximal oetrazole seizure (HMS) tests were studied. Some of 
these reveal considerable activity, especially with respect to MES test. 
Oisubstitution in the 2,6-position on the Ph ring by two Me groups appear 
to be of prioary ioportance for the activity. The amide bridge between 
the Ph and isoxazole rings, whether of the anilide or benzaoide type, show 
similar anticonvulsant behavior. I (Rl - R2 - Me, R3 - H, R4 - Me, CH20H; 
Y • NHCO; Rl - R2 - R4 - Me, R3 - H, Y - CONH) are presently being studied 
in more extended pharmacol. tests. 
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RC0(CH2>n,^S Rl 



The synthesis of raethylthiozoles I (n - 0, 1, R - EtO, PhO, HO, N2N, 
arylamino; Rl - CI, Br, iodo, HS, He, diarylnethyl, aryl, allcylthlo, 
arylthio, heterocyclylthio, arylsulfonyl, arylamino, 

alkoxycarbonylthioureido) was summarized. The fungicidal activities of 
about 50 I were tabulated and some I were tested as insecticides. 
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About iO MeC(OH) :C(CN)CONHC6H3R«l (I> R, Rl - H, halo, CF3, N02, SMe, OEt, 

etc) were prepared and tested for antipyretic and analgesic activity. Thus, 
HeCOCH2C0NHC6H3C12-3,4 reacted with IK:(OEt)3 to give 

EtOCH:C(COHe)C01IHC6H3C12-3,4, which was cyclized with H0NH2 in aqueous NaOH 

give II. Reaction of II with NaOH/MeOH gave I (RRl - 3,4-C12). I have 
stronger antipyretic and analgesic activity than phenylbutazone, without 
ulcerogenic effects. 



He 

I 
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COM 



Isoxazolecarboxanilides [If Rn - e.g., 2-Cl, 3-Cl, 4-C., 4-Br, 4-F. 3-He, 
2-HeO, 4-Et02C, 3,4-C12, 3,5-C12, 3,5-(F3C)2, 2,4-He2, 3,4- (0CH20) ] , with 
analgesic and antiinflammatory activity, are prepared by condensation of 
acetoacetanilides with KC(0Et3) in the presence of Ac20 to give 
2- (ethoxyniethylene) acetoacetanilides which by cyclocondensation with H2H0H 
give I. Thus, reaction of MeCOCH2CONHC6H3C12-3, 4 with HC(0Et)3 in Ac20 
gives after 1.5 h at reflux 831 HeC0C(:CH0Et)C0NHC6H3C12-3, 4 (II). 
Treatnent of II with H2N0H.HC1 in HeOI in presence of NaOH gives after 4 h 
at roon temperature 97. SI I (Rn > 3,4-C12). 
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Of 137 synthetic 4-aethyI-5-thiazolecarboxylate8 (I, X - H. halo, He, sa, 
■Ikoxy, aryloxy, alkylthio, arylthio, aryloxyalkyl heterocyclic radical, 
etc. R - ao, alkoxy, substituted amine, etc) 109 vere previously 
undescribed. I cospds. were screened vith Alternaia tenuis; Phytophthora 
infestans, Rhizoctonia, aolani, Tilletia caries, and Venturia inaequalis 
for chemical structure-activity relations. The &.p. . yield, and fungicidal 
activities of I coispds. are tabulated, and their structure- activity 
relations are discussed. 
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AB Carbamoylthiazoles (I) have a dwarfing effect on stems and trunks of 
plants and are also useful in seed treatment to cocbat fungal plant 
diseases. For seed protection 0.25-12 oz./lOO lb. of seeds are usedi as a 
soil fungicide 0.1-10 lb. /acre is applied. Plant diseases controlled 
include those caused by Uronyces phaseoli typica, Rhizocconia solani, 
Ustilado nuda, and Alternaria solani. An exotheroic reaction occurred 
when 846 g. a-chloroacetoacetanilide, 310 g. thiourea, and 1400 ml. 
EtOH vere mixed at 20*. The mixture vas heated 20 min. with steam, 
the hydrochloride filtered off and dissolved in warn water, and the solution 
made alkaline with MK40H to precipitate 741 2-anino-4-Dethyl-5- 
(phenylcarbaffloyl)thiazole (II), m. 222-3* (partially) and 
270>e5* (decomposition) (Et(»I) . In a similar preparation in H20 the yield 

of 

II was 901. S02C12 (41 g.) vas added portionvise to a cooled mixture of S7 

g. n-acetoacetotoluidide, 46 g. thiourea, and 100 mi. benzene. The mixture 

vas heated 1 hr. on the steam bath and kept 19 hrs. at 20* to give 

4St yellow 2-amino-4-methyl-5-{m-tolylcarbamoyl) thiazole, m. 

189-91* and 193-4* (EtOH). Similarly prepared were the 

following I (X - NH2. Rl - H) (R2,m.p-, and I yield given): 2-MeC6H4. 

221-3*. 65; 4-MeC6H4, 238-40*, 78; 2-EtC6H4, 

198-200*, 29; 2-C1C6H4, 258-9* (decomposition), 86; 3-C1C6H4, 
210-14* , 36; 4-C1C6H4, 258-61* (decomposition), 95; 4-BrC6H4, 
274-5* (decomposition), 87; 2-Me-OC6H4, 240-2* (decomposition), 70; 
4-MeOC6H4, 227-9*, 76; 4-02N-C6H4, 228-31* (decomposition), 80; 
2.4-Me2C6H3, 248-50* (decomposition), 60; 2,5-Me2C6H3, 222-5', 
511 2,5-HeOHeC€H3, 219-22*, 51; 4, 2-MeOMeC6H3, 211-15*, 46; 
3,4-C12C6H3, 248-50* (decomposition), 69; 2, 4-ClHeC6H3, 221-3*. 
78i 2,4,6-Me3C6H2, 243-6* (decomposition), 42; 2, 4, 5-C13C6H6, 
272-5* (decomposition), B5; n-naphthyl, 240-2* (decomposition), 
70; 2-pyridyl, 213-15*, 45; PhCH2, 143-5*, 60; Et, 
166-8*, 60; Bu. 160-2*, 40; cyclohexyl. 238-40*, 55; 
p-PhC6H4, 250-4* (decomposition), 92; 2,6-Et2C6H3, 206-9*, 60; 
o-Et02CC6H4, 216-18*, 95; 2, 6-ClMeC6H3, 288-90* (decomposition), 
93.- 3-BrC6H4, 207-11*. 64; 3-F3CC6H4, 200. 0-2. S*, 69; 

5.2- Cl(HeO)C6H3, 249-51* (decomposition), 96; 2.6 Me2C6H3, 
249-51* and 27S* (dccon^x>sition) , 69; 3-HeOC6H4, 181-5*, 

56; 3,4-He2C6H3, 221-4*, 48; 2, 5-C12C6H3, 252* (partial) and 

271* (decomposition), 93; 2,4-C12C6H3, 240-2* (decomposition), 92; 

2.3- C12C6H3, 261-3* (decomposition), 79; 4, 2-ClMeC6H3, 210-13*, 
57; 5,2-ClHe-C6H3, 233-7' (decomposition), 78; tert-Bu, 194-7*, 
45; 2-thiazolyl, 245-7* (decomposition), 20; 5, 2,4-Cl(HeO)2C6H2, 
260-2* (decoisposition) , 76; 2-EtOC6H4, 266-8* (decomposition), 33; 
4-EtOC6H4, 213-14* (decomposition), 90; Also prepared were the following 
I (X - NH2) (Rl, R2, in. p., and % yield given): Me, Ph, 176-8* 
(decomposition), 55; Et, Ph, 187-90*, 74; 2-cyanoethyl, Ph. 

130-2*. 52; Et, 2-Me-C6H4, 219-22', 80; Me, Me, 

220-5* (decomposition). 54: Et, Et. 159-62*, 45; iso-Pr. iso-Pr, 
236-8*, 43; Bu, Bu, 135-6*, 78; (NR1B2 -) morpholino, 
216-18*, 54. Similarly prepared were the following I (X, Rl, R2, 
n.p., and % yield given): He, H, Ph, 139.0-41.5*, 75: Me, H, 
2-HeOC6H4, 98.5-101.5*, 63; He, H, 2-MeC6H4, 124-6*, 46; He, 
H, 4-C1C6H4, 153-7*, 40; Pr, H, -Ph, 130-S*, 22; He, He, 
2-PhC6H4, 137-40*. 41; He, He, Ph. 139.5-42.5*, 84. Also 
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290-5" (decompn.). 
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